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.9) „ - hum. m.7)i>*)v-i})vx-)vm imt 

tt. **/Mr/M*x/l<\ x*/Mr/MfcVk 7^;U#/P 
#x;l^c9Ci - e 7)\s*)\'-i3)Vit-)V&) . ^yV 
30 A MSmfr fc»fllfc 1 & L 4 fflOBMS Z M LT t v 
Tt>J:i>. ) |^7xx;P»i^ii^^ 

[00 171 ±iB£> ryNQyyft$firv^t«J:offlBR 
7/M^j fcl/CJi, Witt. l*i*L3fflOAoy 
yiE^ (Witt. ?n/k /nA, 3-F») 
v^Tt>J:v^fiar^W6 (Witt. y*/K xf-;W, 
7°ntr^ s >fV7nt:;k y^u. sec-y^;u, tert- 

9) 3&#ajHffe*L ftfrWtLTJi. ?nn^ 
40 5/7;Wn^f^, Mi^noy^;w N hU7;l^ 
^oy^;U. xf^K 2-mxf;k 2.2,2- 
hU7;^nx^;u, rnt;k 3,3, 3-hU7;k 
^•nrnbVl/. ^V7°ntf;k 4, 4, 4-h 

y7;Woyf;k -fV^f-ZK sec-y^/W. tert-y 

5, S-h^Wo^yf/k My/k 6, 6, 6 
-hy7;WoMy;l/f*Wtti5. ±IS^ ry\n 

Witt. l^r^L3fiWNu^>M^ (Witt, 
50 ynA. 3-F9) **LTV^Tt>iV^ffift7;P3 



( 

1 1 

#S^K«itf, XMfS'. xHfv. rn^y, -f 
yrn^Jfy, 7*b3r>\ 4 V7*Mf5/, sec-y'b* 
j/, tert-yh^fv^Ci - 6 7^3*^3S#) W 

nyb^K by7;M"oy b'fri'. xb^S^ 2, 
2, 2-by7/M-oxb*>\ ro«j/, -ryrn 
7b*v. 4,4, 4-h'J7;^oyK^f 

i/, 'f-yyh^v. sec-yb^-^. ^y^/M-*^ 

T^Tk < kv^®7/i'*/H-:**j iLTtes 0"Rff. 
i^v^L3»NoyyJK?- (Witf, y°/k yo 

A, £WLTVvCi£V^7;M^H-:ta 

(Wtif, xf-/H-*\ rotw. -f 

yrntzH-sj-, y^H-^-> Ayf+M-** sec- 7 

A, A, 4 - b y 7/M-n7f-;Uf-;*\ JVyj-'Vi- 
sec-7^;H-*\ tert-T'f-A'f-*, "C-f-Jl'f- 

[0018] rfj£i/cwtfcJ:vv7x-/Hs"e, tt7 
x x/USJiSJ&g I/O v£ J; ^ j «0 r fi$*J i: 

ut**Ktt, (DTsy«. m> *y-m.r 

y s rotvi-Tsy^co^y-ci - e r/^/i'Tsy 
g*so .. (iii) 5;-«arA^;uTsy* 
s/*^f-;prsy> ^'xf-^rsy^o^'-ci - 6 7/w 
*/i-7$ys30 , (iv) (jut* lfloaafju^jsw-c 

Qffl[-?il^L3fflMrU-CV^t>J:v>55:^L7Hai 
#7S/g (Witf. trn'j^V. e^y>v\ 
s^y, */i^*yy, ****#yy#> . (v) ismt 

tV*)V-i)}VX=.iVT$.J : & mta. T-fef-^rS 

y. rot jj-^rsy. yf-u^rsy^oci - 6 
T/w^-^/^-K-^ysya^) , (vi)(£»r;^ 
/w^/^x^rsya (cut*, y^x/^-^rs 

y s x^;^;W*-;PT5y. rat;^;U*x^7S 
y^coci - e y/^^^-^sysi?) , (vi 
i) 7i-*- fiar;^u75y (fi&Rif, 7xx/p 

-y^/W7$y. 7x-;P-xf-;U7Sy^W7x-;u 

-Ci - 6 7^/1^7 5 y^) s (viii) 7x-;U-(S 

»7;w d f;i'7.;w*x;P75yS (flUtf. 7xx/i/-y 
f-;^/i/*-^75 y. 7x-;P-x^x;l/*-;U7 
5y^7x-^-Ci - 6 7;^/W-^*-/l-75 
y£30 . (ix) 7x-^M^7 5yi. (x) 
^o^r'^m^ 7/M"0, ;n;^) . (xi) 

*j->l, Xf-/K >fV7'Otf;W. tert-7*?7k b'j7 

/M-ay^/USO tiXV (xli) AoyyfcSftTvvc. 
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1 2 

t»J:vMI6R7A'3*5'« (Witf. y b*>-. xb* 
-fyrn^k tert-yb^-^. by7/M-oy 

-ci - 6 77i*w$y*sp) . imc?>mmm=FtM 

r aM-? £ 1 L 3 ffl* LT WC t J: ^ 5 ^rV 7 B 
«tt75y»(«litf. eoiJvV, t^'J^V. 

7 . y y » f-** a* »j y * > ^*«ff * l 
io w u. rm&ix^xi>£^y*-)i&x\ my*-*? 
miWjm*tux^xi>£\^ <n 

■&tfc«f!k LTli. fflitf, (1) S^«Sr*bT^T 
t, «k ^mS^SSi: (2)H^SSr* 

36»#«K»S88T*S ) k«l^-tSi|^s fcJ:^ (3) 
v %T t> <t v > 3 «=*«*«fc 

[00 19] ±12(1) r^LTV^tJ:v^7x- 

7x-;l«A i WWS^StfiS^tl.^<0ft^i: t 
T»±, Witf. 5t 




30 x\t. ±m.<r> r.m&ix^xhx^y x.~^&x\ my 
±->vw,$.mmttLx^xh^} <n rsmaj $ 
tmfbii. zow&gmt i 3mxt>% . 

[0020] Big-e*$tl& rsEUyifeWLTV^TtJ: 

m&mT&xvwnfcTfrbfflftih^vMrf-z 1^ 

V^L4flg^^4^rV^L,14R (»a t<(i5^rV^t9 

Wt(±CTt(f, eyi/'x K7y'y, eus^'y, -fs 

40 y-fe'b'y. ^df-tf-tfey, to"j-». t^y^'y, ^ 

h'n77y, hr^y'v. ^^tr^^^'y. f b9tH 
n^-Jft-fe'ty, WJy,'f«WJy. trn- 
t5y-;K 1.2. 3-b'J7y-;W> 

jj-^yy^'y. f-7y-/i/. ^-yvy^'y, 

Hico^roS^S)i.^J±|5]-^^iP : 5rl>2flicO 
50 ^>fl/WSy. 7"b7t b'Q77>, t 



(8) 



1 3 



«W*«IF*U». Barc»3*i4 ruattMrl/OVt 

a^yS^f (ffl&tf. 7A-*o, ?a/k /OA, 3- 
H«) vOD ~haX. (iii) ^T/S. (iv)* 10 

*fvk x*/k rntvK -fvrotr;k 

7*f-;k 4 V7*f-;l/, tert-T^/k sec-7*f7HP?)C 

i - 6 7/1^1^) (vii) (Sar^^vS («i 

If, *H*rv, xhdfi/, rotf/^^fv. 'fVTut 
30 . (viii) <S«T/l/*/H-:t£ 

7syg (Mxif. **jv73 a x*/vrs-A m 20 

(xi) i^-imr^jiTi.yM (mm. vt+w 
§y, ^x^/urs^o^-Ci -e^wsy 
£9) . (xiDfWitflWK^kiawaBRM^BW 

r ofc^ £ 1 £v * L 3 1* LX v vt t <k v» 5 &v > 1 7 1 

7^' A *;P*Uy, f-****Uy») . (xiii)ffi 

57, rotf^-x/ursy. y-fy^rs/^oc 30 

1 - e 7)\s*)V-j)iVTf,-)\,T$.J : ggr) . (xiv) ffi 

dr^-*^K-^rsya^) . (xv) isstr^n^y 

-^/Utfx/Ug (flflRJf. * Y*\/1))Vit-)V, xb* 

i/#;w#x/K 7'p^^*;i'?K-;i^oci - e 7A- 

3df^-^^--Kx;l^) . (xvi) tf/M^vS. (x 
vii) ffi«7/P#/V;Jr/V#x/V* (flRtf, yf-^/W 
#x,/W s xf-/k#/U*x/k roe;W;^-;^«C 
i - 6 Trt^W-a/MU/l'**) « (xviii) i])VK 40 

t-f;pai. (xix) *y-ff»rn^fA'*A'A*'^^* 

co^y-Ci - 6 T)V^)V-ii)VJ^ . (x 
x) ^-fittr^^Xr/W?*^^ (Mitfs ^'y^- 

i - 6 r^/W-^/^^'f^S^) » (xxi ) <KK7 
/Mf-;U*/l'*x^a£ (Mlli. t^xil-ft-fr. xf- 
;UX;U*xik TntVkXA'tfx/HSkOC i - e 7/W3- 
;kx/Htf x/WBf ) **» 4>atf fife 1 =5: n 1 5 i@ **JB o 
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A*;k xf-;k 7ottk^y7nttk 7>/k 4 
V7*fVk tert-7>/k sec-7>/HPOC i - e 7/U 

[002 1 ] Bisaw+fcSM&^fc^**^ ^Jx.. 

>N-Ri 

hit. Bai4JJBMMS'(l)^U (xxi) l^:v%L 
3fflWLTV^XtJ:V->. Ri r g^»$: : SU 

4fx;ua s i^or/u^i-as 7i>-**. 75;^;p 

c i - i 6 ftflrfcSSSWIF* 

(1) 7/^t-a (0iJt(fs yf-;k xf-;k TDt 

;k -fyroK^. 7*f-/k wrw* tert-yf- 
;k sec-y^-;k ^yf-;i/, ^.^A^^C i - e 7;l> 

(2) 7/kvx^g (Miif . h'x;k 7»J;k -f yr 

n^<x;k 7"rxyk 'f y7r-/k sec-yrx;^(7) 
C 2 - 6 7^^=JU*») 

(3) -7;^x^s (fflitf. ru^vu^k x^x 
;k 7"f--/k 1 -My-;WC 2 - e 7;^x;P 

(4) x?dtm;« (Witf, i^^orohvk x : 

^oyf-^k v'^n^vf-zk j^^P^y/i^oc 
3 -6y;n7W/Hf) 

(5) ?gffi^ffiiissw^k*^» (flit*, tr^n 

C3.2.1]7j-^h-2-^;k t'y^D(3.3.1) 
y y- 2 - >f yk Tf? y*v-\-4 )i&<o$&8&t 
Ce-i 4««WHbJc«aS9) 

(6) 7'J-;uS («itf, 7xx;k l-77f-;k 

2— f?*iV. b'7x-;k 2-^yrX/k 2-7> 
xy;l^<0C 6 - i 4 7U-A«tf, jf^L<li7xX 

(7) Ty/U^JVm (Witf, ^y>-';k 7xx;wxf- 
7x-;PraK/l/, 7xX;U7f-;k 7i-MV 

^-/k 7i-;^->^ff)7i-A'-C i - I o 7* 
^U; «-77-f;Mf-;i^)77f-;u-Ci - e 7;P 

X/l/-C l - 3 7/^/^007 - 1 6 77)\s*)V& 

m) 

(8) r i J-;i'-7/i'7--;H (Witf^f-y;k >-y 

75;k.4-7xX;i/-2-yrx;W, 4-7xx;U- 

3- 7"f-/M|»7i-/l'-C2 - l 2 7/U^x;l^<?) 
Ce-14 7'J-^-C2 - i 2 7^x/l^S^) 

(9) 7'J -/P-C2 - l 2 7/U^fX^S 7 



(9) 

15 

i-/PXf-x/K 3 - 7 x -IV- 2 -TntTX/k 3- 
7i-^- 1 - 7°n t^;^iO 7 x - c 2 - i 2 7 
;Udf-;^OC 6 - 1 4 T'J-;U-C 2 - 1 2 
/y2£g) 

do) ^^u7)v^>v-7)v^)vm (mm, 

ntr;ky^-;y, i/?nrf/Wf^, i'y'n^.y^/ky 
f-/y, i^^n's.df V/ky^y. i/?D^f/Mf/k 
y;DrD^xf;K x^D7'f-;l/Xf-;P, i^^n^. 

x^;i/, v^o7'De;U7*otf;P, v^urf-^rnt 10 

x?u\7 , f^7ot;K ^^D7'nt;W7f-;P, 
v-?o7^-;y7*-?-/y, x^n^y^yf-;!/, 
df^7*f-;u, v?a^7*f-/U7*f-vy, i^orae^ 
^^o7*-f-;W A i>'f-;i', i/fxs^y^iv^y 
i->u, ^^u^^i^y-fiu, v-pu^n-iv^.y^f 

C 3 - 7 y?oTW^-Ci - 6 7/l^;Ug3£) 

(id ru-;u-ru-^-ci - .1 o nv^ivm (#j 20 

ilft'7i-;Mf/k t*7xX;yXf-/M£) 
[0 0 2 2] Ri T'^n* rffijyifc^rUTV^TtJ: 
V*Hk**aE j <0 r^ft*3gSj coif* U^cOfc IT 
tt, CT^ff. Ci - 6 7;Mr/y£, C 3 - 6 is?u7)V 

*>vm. C7-16 T9^A«prft6. 

U<lic 7 - 1 o r5;^/H (Witf » ^y : J)V, 7 
xX/Pxfvk 7 x -/U7"a t;^cri7 x x/l>- C 1 

- 4 ta^ws) mx-hh. r> -ess*.* rg&«£ 

0Utf. (i) >\a¥>Wf- mm. 7/M"0. 9u 30 

7*OA s . (ii)-hoS, (iii)^ 

7J&. (iv)3r*y«. (v)tWyi, (vi) 
J\a-yy^tlX^Xi>X^iSJ&TJ^)^ (vii) 
AD^'XLSilTWCi i^fittT^a^rs^l. (vii 
i ) J\ajry^tlX^XhX^i&m7)^)Ui-^m. 
(ix)75/S. (x) *y-<Rgi 7/^1-7 5 7« 
(MiK^W5y, xf*T5 A 7"at?/W75 
v3W5*y-Ci - 6 7;i-#;u7S7»^) . (xi) 
x-ffiiR7;k^7S7« Sttf-ATS A 

v'x^-;l/7 S y^y- C i - 6 7;Mr/k7 5 7S 40 

») , (xii ) mummm=F 1 1 ©ogmcwu;: 

Dfl[ ; F*l i flrv^L3ffl*LTV^t>«t^5^t7Hai 
$7 5. 7» ( Mi. tf . f D >J , f< 'JyV. 
5>A tM'jy, f-**^*U>») , (xiii) <sts 
7/y*/i'-;&/i'*-;i/7$y£ mm. 7-fe^7S 

y. 7 , atf^^U75y, 7f-U;U75y^cOCi - 6 
7/Wf/W-*/l^iK-;U7Sy»P) . (xiv) m.7*> 

^)uxj^-^7iym mm. y^x;^x;i,7 

= y, xj-Jl>X)\,-fr-)U7iSmcDC\ - 6 7)V*)V- 50 
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*>W*-/W75y»85) . (xv) im7)^^>— 

x~)v& (mm. y n^a/wtyk ih^^/p 

#x;k 7"o^v^^-;l^<0Ci - e 7;undfv 
(xvi)^;^^*. (xvii) 

mr^^-m^-jvm (mm, yf-;y*^x 

, _ 6 r/y^y-tf/ytf-zi^) . (xviii) #;y/\' 
t-f/HS, f-**;PA*>f^i; (xix) *yHK&7 
;y^f;l— ^^A^-f^a (Wxtf, 

iv. x^tf/i^.-oi'ifWEy-Ci - 6 7>v*)V- 
iiivt^ivmm . (xx) x-ffi|ft7^;k-^;^>' 
^/yg (Witf, v'y?->y;{MWfc&4/k ^xf-;^ 
/Wfos^-c i - 6 7rt"*/i'-#/i''*E-'Oi'S 
») . (xxi) warn*frxM&ztm (mm. y 

)i>m<r)C\ - 6 7^=¥;PX;U*x;l^^) . (xxii) fi 

-;ux^/k y h^rv^^-tc-;yyf-;u, y b=5f^;k 
#^/y (yy^-zw) yf-;k, iKy^M-^ (v'y 
-fno yf-;k, tert-7hdf (i?*i-)\>) 
X*h)Vm<r)C\ - 6 7/k^;P-^;k^x;l/-Ci - e 7 
;k^;k«^ ) s (xxi i i ) tDi>-X*y-W®.7>V*)Vm 

(mm. j))vx*i')i*<i')v. nn\>x*i/)\,±*)v, 

i - 6 7)U*)\&$) , (xxiv) SJiaSr* lX^Xi> 

i^mmmm. <xxv> c 6 - 1 < 7u-/ps («i 

Jf, 7i-;k . (xxvi) C 7 -u77 

)\,*)v& (mm. <yj)vm ■. (xxvii ) w&mt: 

*trv»TfciV^M h'S (Mitf. ?M h\ 3- 
y^/y^U-fK, 3-X^;y-7W^h\ 3-7z-;W 
l/'f K. 3- (4-7;^n7x-^) >7l^f 3- 

( 2-y^-;k7x-;y) ?w h\ 3-(4-ybJf^ 

7i-;H 7l^-f 3- (2. 4-y7WD7x- 
;k) *7L"( b\ 3- [3, 5-t*x ( MJ7;y^ayf- 
;k) 7x-;y] '^U'f K, h\ 3- 

(l-+7f/M9WH, 3- (2-h'7x-U;y) 
9WF»), (xxviii) Wttt*LTViTt»J:v^ 
^■7U-f H« (Wi.tf, tt*JVA y. 3-yf-;H-3f 

>7Mh\ 3- (4-7WD7x-;l')f^l/'( 
F. 3- (4-yf-;y7xX/H f-jt^VJ V. 3- 

(4-y h^fy7x-;H ^^V-f h\ 3- (2. 4 
-y?DD7x-/H f-:f>W ^'^ S-^y-y-'/y^-jf 
7b-fH. 3- ( 1— 7-7^-;y) f-^>7U>f H^f) . 

(xxix) Sma$r*LT^Tt<J:U7Sy'Va («i 
tf, 75^y, N> -yf-;P75^V. N> -xf-;U7 
$yA Ni -7x^7Sy7. N» , N' -j/'y-f 

^s^v. ni . N2 -yyf-;i/75^v, n 1 -y 



1 7 

Ni . Ni -y"(4-^hn7i-;H 75^730 . 

(xxx) fflfts^tTv^tiv^-yy* mt 

+MfTz&J* 3, 3-bx^l/^r-^V«) ; 

(xxxi) WB6fc*l/Ovcfc iv^WRTS/^iK- 

#x/k (4-^f-;Ut'<UxV)*;^-;K (4-7 
xxjwtr^y *JJ ) #;p#-;k ( 4 -o^/we^y 
i/V ) #/i/*x/k ( 4 -ov-f jnr*oj ) 
jtfx;k [4-(4-7;^oKy^^)tf<'Jx 
/]#/w*x;k u-^wr^i'V) 
/k (4-7x-;Hf<5>'V ) #;P*-/k [4- 
(4--hD7i^;K t^7y7] *y^-;K (4 

^/k fit^lV^) y^)Vt'->vm) % (xxxii)fi$ 
/k ^fvkrsy^t^tfx/wgo . (xxxiii)S 

7$yx;kfcx/k y^/krs/x/kfcx/k yxf/p 

75 7X/M^./H£) . (xxxiv) H$g£#L-0>T 
kJ^7xx/pxykfcx;kr$7 (0i|*.tf< 7xx/k* 
;^-;PTS7, (4-^f^7i-;H x/kfcx/l/7 
$ A (4-?nn7s-yK^*-^TS/> 
(2, 5-^no7i-;K^^rS7, (4 
-M hdf^7x-^) X;kfcx;W7$A (4-T-fcf- 
;U7S77x-/k X;U*x/l/7*$V, (4--hn7 
x-/k> 7i-^X^*^r5/f) . (xxxv) x;u 
(xxxvi ) X/1^7 4 /M, (xxxvii) X/P7x7 
(xxxviii ) Ci - e 7)\s*)VX1\,im (Wttf. 

(xxxix) C i - 6 7;Mf/l/X/U7 -f 7S (fllitf , * 
■f/UX/k^A X^PX/l/7-f A 7'WVX)V7 < 

ym , (xxxx) Ci - 6 r;^;P7.;i/7x7K (f?R 
{f. A^x/k^xA xf-;k*;l/7x A roe/k* 

^7x7f ) , (xxxxi) sfcXtfyg. (xxxxii) ~J- 

Ci - e 7;P3^i/*x*»j;i/a (Witf, ^ h*^ 
*x*y;k x'xh>i'*X!fty;k i/ro^y^x 

yyOFf; Aayy<t£ftTvvti>J:^7/Mr/i^ a 
oyy<fc§*vtvvCi<):vv7;ki*;'£, tFo^ 

i, - ham. is7;m. *^«yi, ci - 6 7;i/ 

ty-Ci - e 7)V^)V-ti)W^)V 
i-'-Ci - s 7rt^/U-;«Ml'A=E4/|^ N 7*$ 7 

*/-Ci - 6 7;M^7$/*, y"-Ci - 6 7 

;Mr/P7$7*» 5&^L71S«7$7g, Ci -6 
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7)V*)\>- *^^-;P7 $ 7S, 7 x - /IAJ\,*-1U7 
$7g, Ci - e 7/M^X^*X^7$/^#W 

[ 0 0 2 3 ] JJE r S^aSr^ VX^X t iV^tflHS 

fl (ff*L<ttHr^L4ffl) **tr5*V>L14JI 
(JWfe!C*fctt2«rV^L4«K) fcaHS*^**^* 

io fci/twu try^y. e^'y. eyss'y, -fs*Y 
-;k 77A Wiy, ^tnoey^y. v'7-tf 
t°y s ^-df-t-iftry. troy>-*y. t^'jy'y. 
^fl/W Sy. 'sr^-Xf-Uy-f $y, T-byh Ho 
7 7 A h*^5x'A fh7tW 
df-tb'ty, tWjy, f-^-t^'J A tro-;k 

f7 y-/k i , 2 , 3 - h y 7y-/k jr^irv- 
*#^yy^y. f-ry-;w, f-ryyyv, -rv 

WV-il', -fS^/UV, hy7y-/k f-7x'7 
y-yp. 3f^-9-«/*7y-;P. *^fi>-f-7> ; 7y-;i/, h 

20 y7vA Tb^y-zuffoms^gns^^^Ji^ 

tttii, fifiitf. 'fyh'-zk vhHo^yh'-;k 
■IVJy F-/K Ha-f y -f v ^yy 7 5 
> v i^'h Ko^yy^ a <yX-f 5^y-;k ^y 
x*^-jf^y-;K ox* v**^/-*. ^yyf-7 
y-/i/, y^y-/k =¥y y y . r h7h Ha^y y 
y, -fy^yyy, rh^bFo>f y#yyy. fh? 

h Ho-lH-l-'<.yX7-t: ty . rt-7t Ho-lH-2-<y 

X7-fe'ty, rh^t Ho-iH-3- / <.yX7-fe*t:y. 

30 7t Ha^yX^-^-tfb-y. ^T'/'J ^« fh7tH 

odf^yyy, =*y=f-*yy. Tb?t Ho^y^y 
y. ^yy^^rify, *cyys**#y— ^yyf- 
7y'y, 5yyty^y^<^2^«#»A^^n 

fg^S?§at LTtt, T'WJV. rh7bh'o7^ 
y^y s troo^yyy, enn^H-zk y^D^ 
y M y F— /k -< y -f y H o^yx'7-fe' fy^o 3 * 

40 [ 0 0 24 ] IS rftfg^j t LTtis JMI*fcli2ai 

. LT^"CfcJ:^«fl»KSiafij tLTSF*L<(i. Any 
yM^, Ci - 6 Ci - e 7;U3^f^, -h 

^77fcJ:t^t Ho^^*^StfiisatR*Sr 1 & 
^U51*LTV^Tt>«tV^C7 - 1 e 77)\>*)V& (# 
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nh tri/iv&i tixit. mm. *: -(C=0)- 

R2 , -(C=0)-0R2 , - (C = 0) — NR 
2 R3 „ -S0 2 -R2 , -S0-R2 . -(C = S)- 
0R2 Ztzli -(C=S)NR2 R3 (5^ R 2 i5j; 
XfR 3 littLftl (i) *&JSl% (il L 

x^zi>£^mt*mmitzii on) wmmz^ix 
^xi>£^mmmz*-ti}\ r 2 tR 3 t us wots 
■^Lxmti^ms^tmzmm^Lx^x^x 
^*s*ss*»jfti/ct>jtn. :x-mtii7>-m 

mWrbtll. Z<0l-h1R*l<tt. ^: -(C=0) 
-R2 tint - (C = 0) -NR2 R3 C5C4>, 4HE 
^§-J±±tfifc|3]S«£*rf. D T'S^ixS TRUST'S) 
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* [ 0 0 2 5 ] R2 *fcttR3 X'^ZtlZ TWMmiHL 

. i>£^®mmmi it. jjbr 1 x-mztii rmmz& 
tx^xi> x^mw-mmi ts£v ramsfcwi/tn 

h. R2 tR3 tX'Btf&tii rwam*1lLX»Xii 
10 J:v*53rUL9H (jff*L<«45*^L7ii)*>*S* 



[<t3] 



-«Q ~ N (3 -n(3" h 



-o 



o 



-O 



[0 026] m rm&mvx^xi>£^*2mm 

<9*>W£>;fi, **MB«ae(Wil 5 Sr^U5«r**. R 
i&XVR 3 blX.mKit. (i (i 
i ) /snyyfcSivovtfcJuCi - 6 TVi^/k (i 
ii) Ci - e 7)V*)V&£VCx - 6 T^^iphM 

6-107HK (iii) C7 - 1 6 77)l*!V 

w. Kyis/uf) . (iv> 5ttzit6mmmmm 

6. ±fBR» -C*S<X& ry^/Ugj fcLT, ff* K 
14. */P$;k ;\o^'Wt;£*rovCi>J:uCi - 6 r 
yl^W-^tf-zMR Tb-J-zk h'j7;^a7* 
f7k roW^) , 5*fctt6*tI*SMr/Mf- 
;U (flL tUi^t-a/Mfcyk f-x:i;U#/t<;K.=./k 7 
»J /io&;Mfcyi4S? ) , c 6 - 1 4 7 'J -rt/- jfr/M?-;!' 
(flL "^Af/k 1— 7-7 M;k 2-t7h-f;P 

/l/7b^-/k 3-7x-;U7*Dtf^;^) s C 
6-10 r , J-;u^.;i/*-;i- (#L "v.y-fe'i'X/i'*- 
/k ■*-7*;l*/WcyM») *6«S«f 4>*i*. R 1 ML 
m Kit. MURF? . C 1 - 6 TVMfJk C 1 - 6 7 
/Mf/W-tf/Mf-Zk Ce - 1 4 7^)-)V-i])Vi^-)V 

mx-hh. 

[0027] ±ie* 
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20»t«S<tft»OJWWgi:U'Ctt, 2, 3-xbKu^y 
3, 4-f>t Fn-^H-l-^yf-Jftr 
7V; 2,3-y'th'D-lH- fyF-*; 1,2,3, 
4-fh7t HDdf-y l)>-; 2,3-yt>'D-lH- 
4V4y\i-jU; 1, 2,3,4-7 : •^7b^'o4y*y 
y>'; 2,3,4,5-rh7tHP-lH-l-^>X 
T-fefby, 2.3,4, 5-Th5hKo-lH-2-^ 
yX7*£ty. 2,3,4,5-fh7tHD-lH-3 
-<>X7*ft>mcr)<yX7-W> ; 1,2,3,4, 

HO- 1 -^yXTVxy, 1,2,3, 
4,5,6-^^bh'0-2-^yX7yi-'>\ 1.2, 
3,4,5,6 -A.df^t Fa - 3 -lyXTf v-V^O 

<yX7Yisy, 2,3.4,5,6,7-^^hHo- 
lH-i-^yxrv-y. 2,3,4,5. 6.7-A.^r 
-9-bHD- iH-2-^yxrV-y. 2,3,4.5, 

6.7-^-9-b Ho-lH-3-^yXTV-y. 2, 
3.4.5.6, 7 -'vfr-frtFn- 1H-4-0-X7 4 / 
—ymnKyX7V~y ; 2 , 3 -s^'b Ho^yX^-dr 
^-y_^(7KyXjj-4r^V-^ ; 2 . 3 - >-*b Ho^ 

yyf-TV-;W^KyVf-TV-;w ; 2 , 3-ytK 
o- 1 H-<yx-< $ ^y-;^o<yx-f s yy- 

;U:3, 4-S/'bHo-lH-2. 1 -KyXtt-Vi? 
3, 4-> ? bKn-lH-2, 
3, 4 -y't HO-2H-1 , 
3, 4-y'hHo-2H-l , 
3, 4 -i/b KO-2H-1 , 



40 



y. 
y. 
y. 
y. 

y. 3, 4-y*bHD-2H-3 



2- ^yXtt-fiS 
A-KyXttW 

3- ^yxa^'j 

1 -KyXttVi? 




y&WKyXttWy ; 3 , 4 -s/b Ho - 1 H - 
2, l-^yy^T^y, 3, 4-S/bKo-lH- 
2. 3-^yyf-Tv>. 3, 4-ybKu-2H- 
$«50 i. 2 -Kyv+rvy. 3, 4-^bKO-2H- 



(12 

2 1 

1, 4-Ky*/*7*J>. 3, 4-yhHa-2H» 
1. 3-</W^ 3, 4-^bFP-2H- 
3, l-KyY+Ti?y*&y<>> s f+Ti/y\l, 2, ' 
3, 4-fh7tHnyy/U^ 1, 2, 3, 4-r 
F5t Ft??*^^ 1, 2, 3, 4-fh7tFo 
JM-yy>\ 1. 2, 3, 4-rF^t FP3VWJ 
y&Xyy$s7i?y; 3, 4-ybKn-l, 2-< 

yx**-tf-My. 3, 4-yhFD-2, i-<yx 

V. 2, 3-S/tFo-l, 4-<yX:t* 
y. 1, 4-5>tFn-2. 3-<yXWf 10 
4y, 4H-1, 3-<yX*3MH->fy. 4H-3. 
l -^yxmf'i y^co^yx**^?^ y ; 3 , 

4- yhh'o-l, 2, 3-x 
bHD-1, 4-^y/y^y^ 1, 4-ybKo 

-2, 3-^yv'^'^^y. 4H-i, 

tf^y^c^yy^t^y ; 3, 
1, 2-^yXS^y. 2, 3-ybKn-l, 4- 
^yX^y, 1. 4-5>tFn-2, 3-^yXv 
y . 4 h - 1 , 3 -^yx^^M y^o^yx^f- 

>fy; 2, 3. 4, 5-fb7bFa-l, 2-^yX 20 
tf^MMft^ 2, 3, 4, 5-fb5bHn-l ( 3 
-KyXttttty* 2, 3, 4, 5-rF5bFP 

-l. 4 -^yXtf^lH: try , 2, 3, 4, 5-rb 

•9tHo-l, 5-*yX**1N?K>\ 1, 3, 4, 

5- fh7bKn-2, l-<yX;t^-fe'by. 1, 
3,4, 5-rh5tHn-2, 3-^yX;t*W^ 
y. 1, 3, 4, 5-rh5bHn-2, 4-^yXtf 
^-tftfy. 1. 2, 4, 5-fb7bh'o-3, 1- 
^yX^^rtry. 1, 2, 4. 5-f b7bh'n- 

3, 2-^yX^-f-fcftry. 1, 2, 3. 5-f h7 30 

bh'n-4, l -^yX^-tf-if bry^^yx^r^ 

-tffy; 2, 3, 4, 5-fh7bHD-l, 2-^y 
V^T-bftry. 2, 3, 4, 5-f b7bKn-l, 4 
-Ky;/i-tWy^ 2,3,4, 5-fh7bHn- 

1, 5-^yy^r-fe'try, 1, 3, 4, 5-rh?b 
Ho- 2, 1 -^yy^r-fe'try, 1, 3, 4, 5-f 
h^tHp-2, 4-^yVf-r-bftry. 1, 2, 4, 
5-fb7bb'o-3, 1 -^yy^r-fe'try . 1, 

2, 4, 5-f h7bHo-3, 2-^yV^T-trt 0 

y. l, 2, 3, 5-rh5tKn-4, l-^yy?* 40 
r-bftry^co^yy'f-r-fe'tf y ; 2,3,4, 5— rF 
7bKn-lH-l, 2-<yy^r^b°y. 2, 3, 

4, 5-rh7b Hn-1H-1 . 3-^yyy.T-ifbf 
y. 2, 3, 4, 5-f b7bKo-lH-l, 4-^ 
yVisTWy. 2, 3, 4, 5-fh7bFn-lH 
-1, 5-^yV^T^b e y N 2, 3, 4, 5-f b7 
bFP-lH-2. 3-^yWT-tfby, 2, 3. 
4, 5-fb7bHn-lH-2, 4-K>V*/i?TW 
ymcO^yY lsT*£ try ; 4 , 5-S/bHn-l, 3- 
<yVS/^^r-bb 0 y. 4, 5 -3/fc Ha - 3 H- 1 , 2 50 
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-^yy^^f-bbfy. 2, 3-xb Ku- 5 H-l, 
4-<yYiS**r±Vy< 3, 4-y*bFo-2H- 

1, 5-^yy^^-bby. 4, 5-ytHa-lH 
-2, 3-^yV^^-bby. 1, 5-ybKD- 

2 , 4-^yy^^^bfy^co^yy , > ? ^ d r : bb 8 y ; 

4, 5-vbb*n-lH-2, 3-^/fxby, 
1, 5-ybh'D-2, 4-<yVyfxey, 3, 4 
-i/'bFu-2H-l , 5-^yyV^xb°y. 2, 3 
-$/tFn-5H-i, 4-^yV^xby^co^y 

V'yfXb'y, 3, 4, 5, 6-r F5b Fp- 2H- 
1, 5-^yX*^/>-y, 3, 4, 5. 6-rF5 
bFo-2H-l, 6 -KyXtt^/isy^VKyX 
*^/^y;3, 4, 5, 6-rF5bFo-2H- 
i, 5-^yy^ry^y. 3, 4, 5, 6-rF5b 
FP-2H-1, e-Ky^TV^y^^y^T 

Yisy ; 1,2,3,4,5,6 -'v^b Fp- 1 , 

6~<yY^TV'^ymco^yV'JTV^y ; 2, 3, 
4, 5-rF5bFn-l, 6-<yX^Wyy 
meXyXtty-ttisy ; 2, 3, 4, 5-rh7b 

Fn-i. 6-^yy^^yxy^o^yy'> ? ^y 

yy; 1, 3, 5-^yVhU^bby. 5H-1, 

3, 4-<yyFU^^-btry^c7)<yyMi^'bb 

y ; 3, 4-xbFn~lH-5, 2, 1-^yX** 
iH-7-tfb-y, 3, 4-^bFP-2H-5, 1,2- 
<yX^tfn'by s 4, 5-ybFP-3. 1, 

4- ^yX^^f-T-b'by, 4, 5-y'bFP-3H 

-1,2, 5-<yX^-9"^r-b'bry^(7)^yx^ 

^7Mrby;2,. 3, 4, 5-fhJtKn-l, 
3, 4-^yX^^^rHfby^^yX^^x7 

b'b°y ; 2. 3. 4, 5—rh5t Fp-1 , 3,5- 
*yXi-Tit7tty&,<^yXJ-T i J7*£Vy ; 2 , 

3, 4, 5-fh7b FP-1H-1 , 2, 5-^yy 
MJT-b'fy^cO^yyFUT-b'ty ; 4, 5-vbF 
P-l, 3, 2-^yy^^xbfy. 4, 5-^b 
FP-1H-2, 3-^yX^^Xby. 3, 4- 
^bFP-2H-l, 5-^yXWfxby, 4, 

5- ^bFP-3H-l, 2-^yX^tfxby, 

4, 5-ybb'n-3H-2, 1 -^yX^^f-xbf 
y. 2, 3-ybKo-5H-l, 4-^yXmf 
xby. 2, 3-xb FP-5H-4, 1 -<yx** 
tfxty», fc0i>ft2,3,4,5-rF5bFP- 
1H- 3 -^yXT-b'by, 2,3,4, 5-rF5tF 
P-lH-2-^yXT-b'bfy, 2,3-5/bHn-l 
H->fyF-;k 2,3,4,5-rh^bFn-l,4- 

Kyx**vttym<n2m^m^yvymfrh7m 
[0028] zco^-h, mi^mt trim 

Ut5] 
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[oo29] b r**vmvzb£.m&ztix^xi>£. 



90 9> p> q> 



[ft7] 20 



v 



jJWTMi*. 

[003 0] _tJB (2) co rm&txwZkiiWxZ. 

7 x-7^tfsf$i£ fc*r i/c i j v* 2wm%nt 
-r **§£<oiiMijfc ut«s mm. & 

[ft8] 



C ffA 
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C | A 




l=S:^L3«rtrLT-^"Ct»J:-<. 5ftv%L9 
Htt*«<01*.tf.. ty^y. t7y'y. trusty, 
4 5*V-;k f*7sX y'tKot'Jy 

y.-VT-tftfy. **lHf£y, tn'jy'y, tr^'Ji^' 
y, NWfi/W $y. ^r^^f-i^>^f sy, r 

^y?y, x^d^>t>-. i^CK^Mfy, 5/?.n^ 
df-fey. y?oMtyiy > i^^D^r^y, i'y'n 
Vfy, s^o'vr^xygo t&Wf Mt*. - 

y. S^n^-tf-ygsa'ffi.U*. rHBB£'£Wl/0> 
TtJ:^5&^L9MS?j co rg&gj t LTIi. JJB 

[0032] JJB* 
Ut9] 
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X^Xi>X^5^l9MM : t^-t. DT'HSft.**^ 
[003 1] cm&tMDmX'*Ztil rB$«£#L 

x^xi>£^mmni co rmmmi ttxn. Bares* 

Six* rjHflais^rL-Cv^Tt J:v^af»j *«|HfMi 
*. cmttziiDmX'^Zixh riHttitLt^t 



t*t». WWtl^fcPJ*****. D T«S*i** 
commt LXii. #^'V-;k 1 . 2 . 3 . 4 . 4 
a, 9a-^tth'D*;WV-/k 9, 10-yt 
Fnr^'jy'y, 1, 2, 3, 4-fh7bHn77'J' 
y'y. 10, 1 l-s/tFn-SH-yCfXCb, 

fjr-fe'fy, 5, 6, 7. i2-fh7tHDyXy 

XCb, g)7/yy, 6, ll-y'tHD-5H-y 
"C/XCb, eDT-fe'h'V, 6. 7-yhHn-5H- 
y'^yX C c , e ] T-b'try, 5 , 6 . 11. 12-f 
FoyXyX (b, f D 7/yy. HOW 7 
y. 9H-df-ty^y, lO. ll-y'tKnyXyX 



25 

Cb. f 6i 11-yhb'nyXyX 

Cb, e) ^-bb-y. 6, 7-^'b Fn-5H-y'< 

yxCb. g)**Visy. ifKytf+fyxy. 9H 

-f^^yf^, 10, 11-: 

Cb. f } flh"y v 6,1 1-: 

Cb! e)fxty. 6. 7-ytHo-5H-yXy 
VCb, g)f*yy, 1 0H-7a;f7v , y. 10 

H-7*myy, 5. io-ytHD7ityy, 
io, i Cb, f ) ci, 4Df-r-tft 

y, 10, l l-^'t h'o^yx Cb, fD Cl. 

4D tf^MMff y. 2, 3, 5. 6, 11, 11 a"— N 
Ka-lH-ton C2, 1-b] C3)^yX 

T-bey. io, ii-y't Ko- 5 h - &tyy 

Cb. e] C 1 . 4 ) v'T-b'try. 5 , 11-vtKQ 
i?KyX [ b , e 3 C 1 . 4 3 ttVXVV. 5.11 

-<;t)<nyXy/Cb, n Cl, 4)^r-b'b"y. 
10. l.l-ytHD-5H-yXy>/ Cb, e ) 
Cl. 43^'rHfty. 1. 2. 3. 3a, 8, 8a- 
'sdf-tt Fntroa C2. 3-b) 4yH-/U3ttf)3Sa 

[0033] ±ia^ 

Utl 0] 
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**y»Jvy. 7-b'bV C3, 2, 1-h i ) AVY— 
)W 1, 2. 4. 5, 6. 

C3, 2, l-hi)^MK lH-f'jKC3, 
2, -1-jkD C 1 ) <yX7tty. 5, 6, 7, 8 
-rb5hh'D-lH-trUH C3, 2, 1-jk] 
tl^KyXT^y. 1, 2. 5, 6, 7. 8-^f 
■9-hKn- lH-t'J V C3, 2, 1-jk) C 1) * 
yXT-b'by, 2, 3-^'hKn-lH-<yXCd 
eUV^SVy. 1, 2, 3, 4, 4a, 5, 6, 7 
10 -*?*tFn^7h Cl, 8-bc) 7-tft>\ 2, 
3, 5, 6, 7, 8-^*Vt Ko-lH-fJ H 

C3, 2, l-jk) ii^^yXT^ymcosm. 
m^y-eymfrhKmm?* 1 «**LT-e# &aa< 

[0 0 34] ±IB^ 

Mfcl-1] 





<r>mmt LXkt. 1, 2, 3, 5, 6, 7-^^b 
Fn^WCl. 2-b:4, 5-b' ) ytn-/k 
1, 2, 3, 5, 6, 7-^ttHny^D^yh 

[0035] ±125^ 

[fl:i2] 



COmmtLXii. 1H, 3H-*7h Cl, 8-c 30 
d) C 1 , 2) iS^l/y. -*-7h(l,.8-de]- 

1, 3-Tf^Jy. -tyYil. 8-de] -1, 2 
-is^Jy. 1, 2, 2a, 3. 4, 

D^yX CcdD -fyK-/k 2. 3, 3a, 4, 5, 
6-^ttKD-lH-^yVCde] ^/Dy. 4 
H-faoC3. 2. 1- i j ] *J x )y. 1. 2, 
5, 6-rh5t h'D-4H-foo C3. 2, 1-i 
jD^yUy. 5. 6-y'th'o-4H-enn(3, 

2, l-ijD*/yy. 1H. 5H-^yVCij]* 



cr pA 






OjWWii: L"Ctt, 1. 2, 3, 6, 7, 8-^-tb 
Fny^n^yh Ce )^Hk 2, 3, 4, 7, 
8, 9—M^tFn-lH-i^a^y* Cf 5 *S 

y yi^3aB»»^y*ysifr fc**** £ 1 o*s 

[0036] -rco^, ^ 
[flSl 3] 




Mfcl4] 
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[0037] c , mz?ziioo37D , mx'*ztiz> r* 

gmmilt. B'MX'mZtih r**y*TSfefc 
[fcl 5] 
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[0038] _hlB (3) CO r*|£|/Ovtt>J:^7x- 
^arc. K7x:yi*tt1Ifltt**l/OvCt>J:Oj O 
7 x -/l^ A*S&* * * I/O vt fc J: v * 3 Sj^g^fS k 
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9L *^«)»iWafi£*UOvCt>J:^5$:V*L9 

F HE' 



20 [0039] Ctf0d*>. VttKlZ 
(i) St 
[ftl7] 





H 



[0040] (ii) mm. y>i>*yyT>. 7*7x 

[a] 7>h7*y. -O-rV Cl, 2-a]-(yf 
>\ S^D'O'? [a] 7xtyM^V> t'JF 
[1' , 2* : 1, 2] 4$rV[4, 5-b]*y* 

iH-2-*W^y, xfo [t^Ux'y 
-4. 9' -Jftyfy] ts^fSA^SSK'?* i flSBfc 

Hq*. Fnfls. ^?tKDf4c, r#t Ho 

h*>*s*«*8Ij \t. B-mx'*$ti& r^yatc 




*ioo4i]±B* 

Iftl8] 

( G [ F - I, E' l| A 



<7)*M«fcLOis 2H->f V'f >Ko C2, 1-eD 7" 
»y, lH-tr^Vn C4' , 3' : 3. 4} F 
40 C2,l-a)-fy-fyH-^, 1H-CJFC2', 
3': 4, 5)-fSr/(2,l-a)^y^MK 
2H, 6H-trUFCl\ 2': 3, 4 M 5**/ 

CSpi-aj-fy-fyF-*, iH— fy-fyKo 

[2. 1-aJ ^yxM lH-t'UF 
C3', 4' : 4, 5} tno C2, 1-aD 
)V. 2H-tr>JFC4\ 3': 4, 5)tnnC2.1 
-aMy^^H-;P, lH-'fy^fyFo C2, 1- 
aM V Y—)V, 2H->f y^f VFo C 1.2-aMy 
AvY-lV, 1 H-i/^Q^>-^ C4. 5]tf'J5H 
:50 C2, 1-a] -f y-f y F-;k 2H. 4H-tf^7 



( 
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C4", 3':4, 5 3 CI. 3] *#1fSV.C 2, 3- 
a] AVAVY—)\>. 2H-- f y-fyH.n C2,l-a] 

C3, ID ^yX^df-t^y, 7H-4 V-fyb'o C 1. 
2-b] C 1.3-3 ^yX^-fr^'y. 2H-tf'JH 

C2'. I' : 3, 4 3 tT^^V C2, 1-a] 
-)V. H C 2 ' . 3 ' : 4 , 53 tT 'J 5 F C 2. 1 - 
a] 4 y F-/W, t >J F C 3 ' . 2 ' : 5 , 6 3 t°y 
SF C2,l-a3 4V-fyK-;k lH-tT'JF 

CI'. 2' : 3. 4] t'JSF C2. 1-a] -Ty^f yF 

-;k ^y^r yFp C2. i-a] aH-yyy, ^y^y 

Fp C2. 1 -a] *s**rV>, -fy-f yKn C 1 .2 

-a] -fy^yyy. avavyxx C2. i-b] -fy* 
yyy. 4 y-f y Fa C2. 1 -a] *j yy, 

**r : JJ C3'.4 , :3.4]C1.4] ^7-tft.V 

C2, i-a] >f y-f yh*~/u. r-tfey C2', r : 

3. 43 tT5>-V C2, l-a3 •fV'fyK-A'i 2H, 
6H-tryFC2\ l':3, 43 Cl.4] 

y C2. i-a] >f y^yF-/i/, ih-4 v-f^Fo 
c i . 2 -b] c i .3,4] <yyhyr-fe'h-y, 2H- 
-fy-OKn C2.i-a] c 1.3.4] <yyhyr-fe' 
ty. .^y^fyFn C2. l-d] C i,4]/<.yX:** 
-9-Hfty, lH'->f y>f y Ha C 2. l-b] C 2. 4 3 
KVVVTWV, 1H-4 y-fyh'D C2. l-c3 

c 2 . 3 3 ^yy yr-tft y . 2 h — { y 4 y fp c 1 . 

2-a3 C2.43 <>Y=JTW>, 2H-4V4>Y 

nC2.i-d] c 1,4] ^yy^r-fe'try, 5H-4 

yKa.C2,l-b] C3] OXT-Vt? y, 2U-4V 
4yFoCl.2-a] C23 <yX7-b'tfy, 2H--f 

y>fyFoci.2-b] C3 ] ^yxr-fe'ty. 2H- 
-f y^fyKo C2, l-b3 C 2 3 ^yxr-fe'fy. 2H 
-4V-f yh'n C 1 ,2-b] CI, 3.4] <>y**V 
VTVi/>, 4 y 4 y HP C 2. 1 -b] C 1 , 2 , 6 ] * 

yyhyry^y. 5H-4.8-y?y-iH- ci, 
5] y'nf^^n^yr^y Cl.ll-a] >fyF-/i' 

tw>4 swa^y * y»*^*#js^ z 1 lt 

[0042] JblHsS: 

Hti9] 




O&ttWfc l/Ctt, 1H, 4H-tnoC3', 2': 
4.53 too C3,2.1-ij]*yyy. t°ooC3, 
2. 1-jk] i])\,)<c-r-)V. 1H-7PC2'. 3': 4. 
5] tTPP C3.2, 1-ij] dfyjy, 1H, 4H-y 
yp^yy C4, 5 3 fun C 1 ,2, 3 -de] *J**T 
•jy. 1H. 4H-i/?o'<y^ C4.53 too C3, 

2.1-ij] *yyy. try f C3', 4' : 4,5 3 trp 
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0 C 1,2,3 -de 3 OXttWV. (1.4]** 

( 2 , 3 , 4 -jk] itfrW'—fr, 1 H . 3 H - 
C 1 . 3 3 ttWS C 5 . 4 , 3 - jk] tDW*/-)l, 
try F C3*. 4' : 4.5] ton C 1.2. 3 -de] 
( 1 , 4 ] KyV+7 : J>, 4H-tfPP C3.2. 1-d 
e]7x7y^'J^y, 4H, 5H-tr'JF (3,2, 1 
-de] 7xmijy>, 1H. 4H-3a, 6 a- ^'7 
f7;^D7yfy, 1 4,6a- x'7-f7/P 
to7>fy, 4-**V—2. 1 0b—: y'rif 7;P5f 
10 DTyfy, l-f-7-4, 6a-vTlf 7Wory 
ry. C3,2,l-jk]^;^y-;U. 
1H— -fyh'P C3.2. l-de3 C 1 . 5 3 77f-'J 

y, <yy Cb3 e^y C2. 3. 4-hi3 'fyKyy 

y, 1H, 3H-^yy Cb3 f^y C3.4,5-hi3 
^yh-y^'y. 1H, '4H-tf5/ C2', 3': 4, 

53 tpp C3,2.i-ij3 =*yyy. ih, 3h-^ 

yy Cb] ^h'^y C3. 4. 5-hi] AVYWs, 

1 If- try F (3,2, 1 -jk] iifrW-lV, 4H- 3 

1 ib-r^vyp^r^ Cjk] yivitv 
20 y. 2H-r-fe*ey (i\ 2': 1.2] try si/y 

C4.5-b]W VH-;K 1H, 4H-y?D\7^ 

C4.5] trpp ci,2.3-de] Jfy^-y-yy, 5H 

-try H C3'. 4" : 4,5] t'PP C 1.2,3-ef] 

c i,53 ^yx^-t-fe'try. 4H-eyH(3', 

4" : 4,5] ton C3..2.1-jk] C4,l3'<.yy 
f-7-fe'h-y, 5H-tyKC3', 4':4,53trpp 
C 1.2,3-ef 3 C 1,5 3 OYJ-TWy. 5H- 
fyKC4', 3' : 4.53 tTPP C1.2,3-ef3 

C i , 5 3 <yy*f-T-if fy , c l , 2 . 4 ] h y r-tf tr 

30 y [6. 5.4-jk] #/W\*y-/l/, Cl.2.4] h'JT 
•fe'try C 6 . 7 . 1 -jk] J))W-)V, C 1 , 2 . 5 ] h 

y r-fe'ty c 3 . 4 , 5 -jk] ^/WN*y-;i-, 5 h^- 

C 1 . 4 ] ^df-t-fe'ty C 2 . 3 , 4 - jk] ijlVJ^r- 
)V, 5H- C 1 . 4 ] f-T-fe* try C2.3,4-jk] 

/N*y-;P. C i , 4 ] i/r-fe'try c 3 . 2 . l - jk] ivv 

C 1 . 4 ] >-'THf f y C 6 , 7 . 1 - jk] 

A*y-/k r-tfty c 3, 2 , l -jk] */^N*y-;p. i 

H-i/^P^^ C4.5] IfPP Cl.2,3-de]df 

y^yy, l H-^yp^-^^ C4, 5] fpp C3, 
40 2 . l -ij ] *y y y^4 fi^Si^y-fe' ymn* <o* 
i «4lt x-z zmmftztih . 

[0043] ±IK 
[<E2 0] 




ofti*0iJi: LT(±. lH-^yFp C1.2-a]^yX 

50 -rsyy-^, iH-f yKa c i.2-b3 -fyyy- 



3 1 

;k trno.(2\ 1' : 3,4) t yi?S C 1 ,2-a) 
-<yH-/k 1H, 5H-t?oo CI'. 2' : 4,5 3 
tr^V Cl.2-aMyH-;k 2H-t'JH 
C2\ 3' : 3.4) too C1.2-a) 4yK-/k 
lH-toaC2\ 3' : 3,4) t'JH C 1 ,2-a) 
1H-- f>Ho C I, 2 -a) 4yF-/k 
6H--fy-fyHO (2, l-a) -fyH-Zk 6H—f 
>HoCl,2-c) CI , 3 ) OX^Jfty'y, 1H 
—fyHoCl,2-b) CI. 2) <y*/1-7 : J>. t 
US.H C4', 5' :4.5) t 'J $ H (l,6-a)<fV 10 
K-;k t5vV C2', 3* : 3,4) t'J F Cl.2- 
a)^yH-/P, 6H-t>JHCl', 2": 3,4) t'J 
SH Cl,6-a) -OV-lV, -fyh'D Cl,2-b) x 
yyjy. 4>Ho C 1 , 2-a) Jf-fV'JV, -fVHo 
C 1 . 2 -c) drrh^/'J y , 4 y Ho C 2 . 1 -b) *^y* 
»jy, yFo C 1,2 -a) dry^'Jy, 4 >VX3 
Cl.2-a) CI ,8) i-y+\)*Jy. -fyKoCl-2 
-b) -2,6-t7f-Uv>, -fyKo Cl,2-b) 

C2.7) -f yj-Ws, ^yh*n c 1.2-h) -1, 7 
-^7f-tl^>. 4 >Kn C 1.2-b) A V*SV>, 20 
^yKnC2. l-a) ^ydfyyy, <fyFoCl,2 
-a)*/')y, 2H, 6H-tUFC2\ l':3, 
4) CI. 4) Wrty Cl.2-a) JyY-fV, 1 

H-w y Ho c 2 . 1 -c) c 1 . 4 ) ^yy'^r^'tr 
y. yFo ci.2-d) c 1 , 4 ) KyyvT 
•fe'ty, 2H--f yno C2. l-a) C2,3)^yy 
^'T-t'tfy, 2H— <f >Hn C2, 1 -b) Cl.3)^ 

yvvrwy, 1 h-4 y ho c 1.2-b) C2X 
yxr-fe'tfy, 2H-^fy.Ho Cl.2-a) CD^y 
XT-t'ty, 2H — fyFo C2, l-a) C 2 ) KyX 30 

r-t'ty, -fyno ci,2-e) ci.5)'<.yy^T 
y^y, -fyHoC2,i-b) C3)^yxry>-y^ 
o4M§£<y*>$*^*«P£ i«*lt-c 

[0044]±ia5)i 

H 

40 

commtLXte. 1H-4 5*YC1\ 2':1, 
2D b'U F [3;4-b)^fyH-;k lH--fsrv" 
[1\ 2' : 1,6] try F [4,3-b] 4 
lH-> f 5*Y C 1\ 5' : 1.2] F CS^- 
bD 1H-4 $*YC 1\ 5' : 1,6] t° 

y f C4, 3-b] a yy—jv, iH-tryFC2\ 

1' : 2,3] A S*VC4,5-b] ^K-/l/, 4 \? 
V [4,5-a] ^Ay-zk >f C4,5-c] * 
;Ws:V-;u/h^V'D C3,4-c] *;^nV-;P ( 2H 50 
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-b5>-V CI', 2' : 1,5] tTon [2,3-b] 4 
yH-A^. lH-tTnu C 1 ' . 2' : 1 , 2 ] try $ F 
C4,5-b] -fyF-;k lH-^fyny^V C6.7 
-bMyF-;u, f yny^V C8,7-b] >f 

4yFn C2,3-b] >f yF-/k yFu 
[3,2-b] <yF-/k tfon [2, 3 -a] *;U^V 

t t nn(2,3-b]*;w\y-;h tup(2, 
3-c] #;l^V-/k fun C3, 2 -a] 
;ly, eon C3,2-b] a^AV-yk t°DU[3,2 
-c] #;WAV-;k b°on [3,4-a] #/WnV- 
/!✓, tfon [3,4-b) ^Ay'-n,, fun [3,4 
-c] *;WnV-/P, lH-t°yKC3', 4': 4,5] 
70 C3,2-b] iyb'Hk 1H-7U [3,4-a] 
tiJW^f-Il', 1 H-7D [3,4-b] #;I/Ay'-/U, 
1H-7P [3,4-c] 2H-7U 
C2, 3 -a] #;I^/-/P f 2H-7D [2,3-c] # 
2H-7P C3,2-a] #/I^\V-/k 2 
H-7d(3,2-g)*;1/aY-^ lH-tTUK 
[3\ 4' : 4.5]^xy C2,3-b] >f yH-/k 
f-xy[3\ 2' : 5,6] ^tr^y [4,3-b] A 

fx; C3', 4' : 5,6] f-^tr^y C4, 

3-b] A >Y-)V, 1H- C2.3 

-bH^Mk iH-(no/fxy(3,2- 

b)^F-;P, lH-fxy C3,4-a] fi)W<Y- 
)V, 2H-f-xy C2,3~b] *;i/^V-;u, 2H-^ 
xy C3,2-a] *;^nV^, 2H-^xy(3,2 
-b] z/?u^>? C4,5] ton 

C2,3-f] ^ry^yy, ^^u^y^ C5,6] V 
»J F C2,3-b] >fy F-;k tf»J F C2', 3' : 3, 

4] ^n^y^ Cip2-b)>fyH-/k try F 
C2'. 3' : 4.5] t/?w<y? Cl,2-b] ^fyF 
~)V, b*y F C 3 ' , 4' : 3,4] ^D^y? C 1,2 
-b] >fyF-;i/, try F C3', 4* : 4,5] ^?U^ 
C i.2-b 3 >fyF-;k try F C4', 3" : 4, 
5] i/^n^y^ C 1 ,2-b] 4 yF-yk lH-i/^ 
p^y^ C5.6] tr^y C2,3-b] >fyF-;u, l 
H-^?a^y? C5.6] ^t^y C4,3-b] 
yF~;u, i/^n^.y^ Ca] ^;^nV-;U, i/^n^. 
y^ Cc];$;i^v-^, yry Ci ,2-b] ^fyF 
yfV C2, l-b] >f yH-;k Cl,2,4] 
Fyri/V C4', 3' : 1,2] try F C3, 4-b] A 

y i , 3 , 5 - b y r^v c i ' , 2 ' : 1 , 1 ] 

b°y F C3,4-b] a yF~;u, 1H-C1,4]^ 
"fVJ C4\ 3' : 1 ,2] try F C3,4-b] A VY 
1H - [1,4] **^yV C4\ 3' : 1,6] 
b*y F C3,4-b] >f yF-/U, 4H-C1.3]** 
*t*Jj C3', 4' : 1 ,2] try F C3,4-b] >f yF 
>fyFa C3,2-b] [1,4] .^yx^^y 
y, 1, 3-:*^^ [6,5-b] ^;^nV-;u, 2 
H-try$FC2\ T:2,3] [ 1 , 3 ] 
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(5.6-b) 4yY-)V, 2H - C 1.3 3 f-r^y 
C3'. 2' : 1,2] IfUH C3,4-b3 AvY-)V, 
4H- Cl.3 3f-T^ C3', 4' : 1,2] try F 
C3.4-b] A A VFo C2,3-b] Cl. 

4 ] ^yv'f-r^y, -f yKo C3,2-b] Cl.43 
^y/fTi/'y, -fyh'nC3,2-c] C2,i3*»> 

Vf-T"». 1.4-f-r^V C 2 , 3 -a] *jW<y- 
Cl.4] f-rsv C 2, 3 -b] ^^n'V-^, 

[1,4] f-T^V C2,3-c] *;WAy"-/P, 1,4- 
f-TxV (3, 2-b] tf/UAy-Jk, \.,A-+T&J 10 

[3, 2-c] #/M<y-;k 1 H-^fyFu C2, 3- 
g]7f'Jy>, lH-'f VHo C3,2-g] r-fUV 
y, tr^V Cl'. 2' : 1,2] t«J H C3,4-b] 

-fvH-^. t-5^v cr. 2' : i,2] try F (4, 

3- b] A >Y->V, lH-tryHC2', 3': 5.6] 
VyVJ C2,3-b] 4>Y—)V, lH-tf'JF 
C3\ 2' : 5,6] t5^V C2.3-b3 -fVF- 

;U, 1 H — tfj F C3\ 4' : 5,6] f5vV C2.3 
-b] -iVY-lV, t'J F Cl'. 2' : 1,23 5F 
C4,5-b] 4 >-F-/W. t'J F Cl'. 2' : 1,2] 20 

try$F C5,4-b] -fvH-*'. try H C2', r : 
2,3] tT'JSF C4,5-b] 4VY-)V, try$F 
Cl'. 2' : 1.2] try H C3,4-b] 4yY-iv, 
tUSH Cl'. 2' : 1,6] try F C3,4-b]^f> 
K-Jk try 5K C5', 4' : 5,6] tT?/ C2.3- 
b] -f yF-Jk trif^iV C4', 5' : 5,6] f-^K 
•77 C4, 5-b] -<yH-;P, ih-4 yFn C3.2 
-c^yyyy, iH-4>Fn C2.3-b] *y* 
-y-yy, lH-tr^v'V C2,3-a] #)W*/-/u, l 

H-tr^i-V C2.3-b] #/J/A*y-/k lH-t5^' 30 
y C2,3-c]^;PAV-^, lH-fy^V C3, 

4- c)*;WV-/k IH-tr'J^V C4,5-b] 
*;uAy-/u. l h - try 5 K C 4 . 5 -a] #/i^\*y- 

l H-try $ f C4,5-c] *;WN'y*-/i^, ih- 
try s f C5.4-a] *M*f—fr. i H-try s f 
C5,4-b] #/w?y-/k l H-try $F C5.4- 

c ] 7 H - 1 , 4 - VJ[* i/J C 2 ' , 

3' : 5,6] C1.2] C3,4-b] >f VY 
->k 6H- C1.4] *WS***W C2,3-b] 

6H- C 1 , 4 ] ^W^-f 7 C2.3- 40 
b3-fyF-/k lH—f VFO C2,3-b] -1,5- 
^7f-yv'y, 1 H-^yFo C2. 3-b] C 1 .63 
t7^y>->, 1H— -fyFTT C2,3-b] C 1 .83 
7-7f-y->*y, 1H — f y Fo C2.3— c] — 1,5 — 
t7f'Jyy, lH-^fyFo (2,3-c] Cl.6] 
7"7^y^'V, 1 H-4 yh'o C2, 3-c] C1.7] 
^y&VJy, 1 H->f yh'D [2, 3-c] C1.8] 
t7f'Jy'y, 1H-- f yFo C3.2-b] -1,5- 
^7f-y-», 1 H— * VFo C3,2-b] (1,7] 
•fy^)i>y, 1 H->fyFo C3, 2-b] C1.8] 50 
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•fy^J'Jy, lH--f yFP C3,2-c] C l .83 
+7+\)iSy. 4>Yu C2,3-a] ^yy^'y, <<y 

Fa C2,3-b] ^yViSy. -iyYu C 3 , 2— a] * 

yys/*y, -fyFo C3.2-b] ^yy^y, t^y 

C4', .3' : 5,6] try F C3,4-b] A yY-)V, 
try F C4', 3' : 4,5] tTTV C3,2-b] 4yF 
-/I/, ey F C4'. 3' : 5.6] £77 C2, 3-b] 
-fyF-A', try F C4', 3' : 5,6]. t'77 C3.4 
-b] -fyF-;U. lH--fyFn C2,3-c] A V* 
yyy. lH-^f >Fo C3,2-c] -fydf-y'jy. l 

H-- <>Fa C2.3-c] df-yyy, 1H--CXFO 
C3,2-c] df/yy, lH-tr»JF C2,3-a]^|/ 
;*y-;k l H-try f C 2 ; 3-b] j&A^iy-Jk 1 
H-try F C2,3-c] ij)V)^/-)V. i H-try f 

C 3 , 2 -a] iHV^V-)V, 1 H - try F C 3 , 2 -b] 
il)W-)V, 1 H - 1* y F C 3 , 2 -c] 
)V, lH-ty F C3,4-a] lH-tT 

y f c 3, 4 -b] #/i^\*y-/k iH-try f c 3, 4 

-c] fi)V)^r-)V, 1 H-try F C 4 . 3 -a] X>UJ< 
V-1V, 1 H - tT y F C 4 . 3 -b ] a^tV-Jk 1 H 
-try F C4,3-c] #/PAy-;l-, lH-^yF'J 
y, lH-^frLyFyy. 1 H-t7/ C 3 ' . 4' : 
5.6] tT7/ C4,3-b] 4yY-)V, C 1 3 <yV 

e^y C2,3-b] yY-)v, en ^yyt^y 

C3, 2-b] -fyF-/k C 1 ] ^yytT^y C3.4 
-b]^fyF-;U, Cl]^>-y£7y C4,3-b] 4 
yY-)V, C2]<yyt7y C4,3-b] 4yY- 
)V, VyJ C2,3-a] jj)W*/-)l>. \HyJl2,3 
-b3 tl)W-)\,. VyS C2,3-c]^A*y- 
)V, My J C3.2-a] *;^\'y-;l/, \ly J C3.2 
-c] *;UA*y-;u, f7y C3,4-a] 

iv, iH-*7.7^yyy C4.3-b] yF-;u, 
cn^yy^e^y C2,3-b] ^fyF-;i-. 
CU'oy^ttr^y C3,2-b] >fyF-;w, 
C 1 ] Kyyj-*VyS C3.4-b] -i yY-)V, 

ci]^yyf-^£7y C4.3-b] -iyY-iv. 

C2]^yyf-^"£7y C4,3-b] A yY-)V. 1H 
-<yV Ca] ti)WSY-tv, 1 H-^.yy Cb] 
y-;i/, iH-^yy Cc] ^/UA'y-zi', c i , 6, 

2] sMMff-T-tftfy C2', 3' : 1,2] try F C3, 
4-b] 4yY->V, 1 H-T-t'ty Cl*. 2' : 1. 

23 try f C3, 4-b3 yY—)V, iH-tryF 

Cl', 2* : 1,2] 7-t'try C4, 5-b] A yY- 
)V, 2 H-try F C 1 '. 2' : 1,2 3 T-tftfy C3.4 
-b] 4yY->V, 1 H-try F C3', 2' : 5,6 3 * 

df-ttry C3,2-b] A yY-tv, l H-try F 

C4', 3' : 5,6] 7f*-tetry C 3 . 2-b] A >F- 

;k 2H-tryFC2', 3' : 5,63 ^-ttry C2, 

3-b3^fyF-^. 2H-fyFC2'. 3': 5,6] 
^-tey C3,2-b] A yY-lV, 2H-tT'JF 



(19) 
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C3\ 4' : 5.6 3 C3.2-bM^H- 
t'J F C2\ 3' : 4,53 y?D\7^ C 1.2- 
bMyF-/k try F C3", 2' : 3.4] y?OA.7" 

* (1,2-bH^MK t'JF C3', 4' : 4. 
5) */9u*<?9 C1.2—bD -f VK— iW, t'JF 
C3'. 4' : 5.6] j^O^r* C1.2-b] 4 VY 

-IV. 2H-tr^y C3\ 2' : 2,3] 7-fe'ty C4, 
5-b]-fyF-/k 1 H-> f yHD C3, 2-b] Cl, 
SD'^VX^-t-tflfy. 1 H— f yFo C3.2-d] 
C 1 , 2 ] ^yXrt^lHfty, 1H- •fyf^D C2.3 10 
-c] C 1 , 5 ] <yy?-7-tf ty, C 1 , 4 ] y'7-bft 
y C2,3-a] iiMty-fi,, 4>YV C2,3-b] 
C l , 5 ] "<yyy*7-fcrty, A y Fo C 2. 3 -d] 
C 1 , 3 ] O V^'T-b' fy . 4 y Fo C 3 , 2 -b] 
C l , 4 ] <y¥if7*£ ty, 4 yFo ( 3, 2-b] 
C l , 5 ] o-W'T^'try, 4 y Fa C 3, 2 -d] 
U.3] /^yVxT-fe'try, -fyFo C3,2-d] 

• C2.3] ^yVy'r-fe'try, 4yFoC2,3-a] 
C3] <yXT-b'b-y, -fyHnC2,3-c] C 1 ] '< 

yxrwy, -fyKDC2,3-d] ci] ^yxr-fe' 20 
try. ^ y Ho c 2, 3-d]. c 2] ^yxr-fe'fy, 4 
yKc?C3,2-b] c l ] ^yXTtftrv. -fyFo 
C3,2-c] c 1 ] ^yxr-tftry, 4 yFo C3.2 
-d] c 1 ] ^yxr-fe'try. ih-4 yFo C2, 1- 
b] C3] ^yxr-fe'ty. 1 h - c 1 ] <y x**-t 

t J C5,4-b] 4yY-)V, 1H- C2] 'OX** 

■fety C4.3-b] 4yY-i\s, ih- ci] ^yyf- 
xty C 4 , 5 -b] 4 y F-yP, 1 H- C 1 ] <y Vf- 

XhV C 5 , 4 -b] -f y F-/k ^yy C 3 , 4 ] y? 
D^X^ Cl,2-b] 4yY-)V. ^yVC4,5] s> 30 
^o^r? C 1,2-b] -f yH-;u, <y*/ C5.6] 
i/9W<T9 C 1 ,2-b] -f yK-/k / <yV C6, 
7] y^CsT"? C 1,2-b] 'fyF-rt', y^nA.7' 

? Cb] iifow-iv, 4 h— c 1 , 5 ] **-r/s^y 

C5\ 4' : 1,6] try F C3,4-b] -f>H-/k 
7VW C 1' . 2' : 1 , 2 ] ty F C 3 , 4 -b] 4 y 
F-Vk 2,6-y^y-2H-T-fe'^y C4,3-b] 

-fyF-zi-, 3.7-y ?y-3H-r-fc?yy C5.4- 
b] -fyF-;k t-y f ci'. 2' : 1,8] 7VW 

C5,4-b] -f yF-/k f'J F C4\ 3' : 6,7] 40 
^VW C2.3-b] -fyF-;k tyFC4'. 
3' : 6,7] :**Vyy C4,3-b] 4 VF-;U. 1, 

5-y^y-iH-r-t'yy C3,4-b] yF-;p, 
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(37) «M2 00 1-3 '35 576 

72 

fl»7VHfA'T*9 s Ax f MOWtMtilZtii (CH 
Rs.f ) mxfX'hO ; mx f (il-~3TJ>9 ; Xxf 

<i*as. WKrn*fr, s^or***. 

/k */i/$/k ffimr;^;^;P^-;u, ry-;^^ 

/i<-/K -SH. ffi&TA^/H-:*. -NHCORct 
4JtiiNR5.fRBxfC*>0. ±fB5e*R4.ft±*ai4Jt 
maRr^^r* 9 . R5«ffc<J:t^R6.f{i#^aiL 

T*as. fiar;^P4Jttt^^orn^f^-c*y ; y 

xf{40. S4ft,iNR7xfT'J>9 ; &Raf. &R3«f 

$5iVRi*i\miLLx*mmL< Mmmv^vx-h 

L ;llLAxf #CH2 T\ Yxf #NCHs T\ (C 
HR 2 ,f ) nxf*<CH 2 CH2 T\ XxfOT. CH 
3 , C 1 , Br4£(iN0 2 X\ R.f #HT*> 
tts Ri.ftiH, *^;k xf-/k rot/k 7^-/k4 
/s«i^y^t'.i : 5r< ; Ax f #-CH 2 -4fctiCH 
R'-X\ Yxf#NH4£ttNR (CH 
R 2 if ) nxf *>-CH2 CH 2 — 47t(iCH 2 CHR 
' -X'b&ifr&lZlt^ S-NR,fRi,fl4-NH 2 , - 
N H C e H 5 4 tc\,t i Jm.7)V^lV7 S / WRTA*A> 
75 ycii$r< . #R ■ ,4»4LTffiRr/^A'T* 
0 ; Axf *«CH 2 X\ Yxf ^NH4Jt<4NR'T\ 
(CHRz.f) nxf*!- (CH 2 ) 3-4/t(iCHR' 
CH 2 CH 2 -t'J)«,^W±, aS-NR»fRi«ftt- 
NH 2 X'i£%< ; Ax f *s-CH 2 CH 2 — T*. Yxf 
*<NH47tliNR'T'. (CHRz.f) nxf^'-CH 2 
CH 2 -4^{±CHR , CH 2 --C'S>S^&Wi. 
NRxf Riifli— NH 2 Tii&U. ] T'^a^b^ 

Mf*WC«4, 9-T57-2, 3-y'tHofiy 
[3, 2-b] ^yy>4fcttl 0-T5/-3, 4- 

^tKD-iH-f-jrtr^y [4, 3-b]*/yy^ 
- 2 8 4 1 7 5^&mzimmmttdi*tiizmtfz 

UmizXVW&ZtlZ. 
[0090] 3 1)^ 
[ibl04] 



20 



30 



40 



C-O-R 




ixg 



[^+^ xxgj±*as. imT)^^, nm.7)V3*i/ 
..as. msi.7iv*}v$.tz\±7v-)vm.7>v*)vx'-ib Y ) ■. 

50 Rug (4. **. m.7)l*)V&tz\i7V-MW.7)V 



(38) 



7 3 



J**ttJCtt. 2- ( 1. 2, 3, 4-fb7t 

Ho— 5 7 ) -i/?w\*y-yin\'# 

VW*?2- (1, 2, 3, 4— rb7t KO-9-7? 
•j j/y-f 5 7 ) - ^7o^-ty*;P*;^i5xf-;pxx 

¥3-95161 ^WCBEttWJTft * fcli-Wlfc* t 

[00911 32)5$ 
[flU05] 

NH 2 





R2xi S N 



^200 1-335 5 76 
74 

#H¥4 - 1 3 4 0 8 3^^fSfcl£K 

[0093] 34) 5*j 
[-ffcl 07 ] 

NH 2 



yist?. ®»r;w#;uSs m^M-pt^uS, th* 

i^S. zbn«. 75 7«£tt±ffi»7/Mr7>r;W7$ 
/*&**>U R.3«htt. : K*R1~1 

*R7~1 5^77/Mf/Ua : 088&2~1 5<07/M> 

-ho. bKo*xA^L<»±75 7T'fiBI2*i 
■CV^tiVvC^y-fA^tftbU, nxhli2~5tf> 

Wfcli. 6-7 5 7- 1-0^1^-2, 3, 4, 5- 
fh5t Fn-lH-T-fe'hV [2. 3-b]*7'J> 
^5_ 7 5y_6-7Wn-l, 2, 3. 4— rh5 
h Hn^/V [ d ] [ 1 . 8 ] ifyWWfhti 

h . ±m.&®t Mi*<r>mit. 3 - 2 2 0 1 8 

[0092] 33) 5$ 

" t1061 NH2 



30 




10 [5$4». Ax (CH 2 ) nx j - (fflLnx j 

Ax j ttiiUcBWRt S f'J yytt«oH0^d2iH»iR 

0. -C-LT ( i ) Ax jtf : s?xi7)l>>r S&trffiSfth 
^fctiYxjfcWcJRK*. ar^IT, C1-C6 
<Dffl»7;W*A**fctt7$7**»bU A>oZxj 

20 RujRi.j (Ruu Rixiim— Z'^mtoX^XhX 

<. mrr^ivm-tiM^y^vmimh-t) com. 

[fcl 08] 

— B^-(CH 2 )n»4 




40 



40tt«isJ:tf#tt7;l^f/wai8r*Jb-r. flLfcb£* 
fgM^fcfrS-fcli^. 3 "C*«iU4-7$/- 
5, 6, 7, 8-rh7t h'of-xy [2, 3-b]# 
yyyW»#*fcJ«<0«. JittWfcUi* 4-75 7- 
2, 3-^7^-5, 6. 7. 8-f H7tHofl 
7 [ 2 . 3-b] ^71) ^JiWffeft*. JJEfc£* 



<5£«f». BU^E^*fclitt»]IFP£*U mxjli 

a$roTwct>J:<#*K : K Anfygf. 
^o7f-;wa, <K®7/W3*x£, mmtM 
tttiiCO (Ci ~C 6 ) «R7^4/U«, 75 7», 7^ 
;l/7*5 7&£Si;b-f ) cDg£*7*>2*:{iZx jtif »J 
i?M-:t*»**SU *fc ( i i ) AxJ*KV4fy 
YxjJi*3RK^*fcJiCi ~ 
Ce C5fiiffi7;^HI^U* v oZx jtisU-CONR 
6«jR7«o (<llR6ijfcJ:im7xjli*ftm*#J!I?£ 
fctiCi ~Ce <o«T/w^;i-aS:**>t. fcSUiR 
6xi*Jj:tfR7.jfi*NLTC3 ~C 6 W^^pT^^ 

HL109] 

— E, 




(sW>, Ex j{±C2 ~c 6 iOT;w^u>a*3tti5»i- 

(CH=CH) px j - (flLpxj«liWi2*« 
t>7) OS^L. R3»j, R4xjfcJ;l/R5.jliH?Jffl<7) 
50 OS5r^7. ] ?»3*l*4-75 7- 



75 

v >mmfoiMi*tit><»i&. 4-7 $y 

- 2 - ( N - * 4 fi, ) * y >J > W^if 

ill.. ±ieft^*^{i-eo*S(i. ^¥4-66 5 7 

[0094] 35) 5t 
[ftllO] 

NH Rxk Rixk 

.(CHjWm-c^ 10 

R 2xk 




/vc&o, Rixkfcitmz.kU:, mux, 

;K 7$y££fil £tti2ffi<D7/i^;k 75;P^ 
^^i7^St'a^$il^7$yC'*>0« mxkfcj: 
t^nxk«i; 2£Mt3<7)m.X'b'0. XxkfcJ:tfY*20 




13 



( R 5xk)qxk 



(39) &H2 0 0 1-335 57 6 

76 

*xkiiu MALT. 2il^#rao^. Br^^7tlii5!E 
ftM-?\ SN-Ra.k (^(fSR3.k{iRiktOV%T±IE 
fC^vtJgggUdStt^-fl.) f7t{il~5iIc7)M# 
S?Sr^ L*>o 1 tfc(d2tLh^ffljiSR4,kSr^* 

iiM.w&ix, ' **. l-m^mm^^ti 

T*J>0, -eL-CXxk*57;^-l^y«fS>&i:^s & 

mi?t$> z t . mmu 1 * fca 2 a±.com 

5,k (Rs.kJS*^. l~4<iO^K^Sr*^iS^7 
;Udf;U*7tJi:fiiS7^3^>'*5t»i>'NoyyT*l. ) X 

mt&zttfX'Z. ztx 

Hfclll] 



pxk, qxkfc.ktfrxktiiafciil.tOT^vMI J 
X'h*), -et-CR6ik^feliR7ik«i. »4l/C» 
nnyy, ffi&T>V?*i'&tz\i.m&.7)V*)VX'foZ.Z. 

t tfxz hwrnrnx-hh. ] <n$m.r s y e u i/y-fl: 

£tt*fctt*«>8. ftttWfcli. ( + ) - 1 2-7S y 
-6, 7, 10. 1 1— fh5t Fo-9-xf-;l/- 30 
7, 1 \-*9Ji/9n*99 [b] *svy*? ( + ) 
-12-75y-6, 7, 10, H-fb7tFD- 

9-yf-;u-7, l l-^^y^^o^-^^ [b] ^y 

¥ 1 1 - 5 0 0 1 4 4^4tm£%d&<0ljmZtjiZtlliZ 



[0095] 36)5$ 
UU 12] 




NYxi-Rx. 



^2x1 



[sW, Y,i{i-C = OT'*>l.*>, iTtJiRj.i, 

= CHX'h*). R.itiCi ~c 5 ffifii7;^;K 
[-fbi 13] 



Y{* 




N 



(Z1X\ nx 1 =O^7tl51T^0. Xxl(i7|<», 

Ci ~c 5 <Sfe7/Mf;k Ci ~c 5 ^7;undf^, 

/k t Kn=Jfi/y^-;K tFo^K t'x-Ci — C 5 
ffi®7/l^l/S$7$y£*tb-f ) . - (CH 2 ) 
mx iCOOZxl mxl=0~5tJb l ), 
Zx 1 ti7k3RS£«iCi ~C 5 ©^7^ ;WSr«*> 
-f ) , -CH=CH-Gx IS (idT, Gx l|±7i 



★ ;Kc ± 0 {BUS fufc S>t Ho^ t <«-f h 5 1 h'oe 
US^fcftbU Ruitt**, Ci ~C5®&7/Mf 
/k try F4;H3<ktfCi ~c 5 fiRr/ua^S/iraK 
//'fMiU R2«i(±7KSfcit>'Ci ~c 5 {R$7 

[ftl 14] 




JJBfc£ft*fc»i*«>fiHt, 0-511651 

[0096] 37)5C 
[ftll5] 

( R 5xm)r 



(4 0) %fffl2 0 0 1-3 3 5 576 

78 

. *^7^;UT'^I») COST'S) R2..fc«J:yR3, 0 ti, 
?fcfctT*^, ffi&7/l-*;k 7y-/M£®7/^/k 

\tm.7)Vt]J4)VX'h&1)\ 27t{±R2.«:fcJ:tfR3 I * 
Htll8] 



(CH2), 




[st+s Xxm- 

utue] 



Yxmte, 5$ 



Utl 17] 



pxm 



10 (5». PxmliOt^lX"$>l») <9«, 
ffcl 193 

N w Zxm 

mL7)\s*)v$tzi$7<)-)i'im.7)\>*)i,x'bh ) 
<nmx-hh) <nmzm$LL. R4i«ti*3Si, nmnv* 

frttdiT V->tfm7)^>l>X'h 0 . R5««J±*S. 
mL7)V*)\s&tM7V-i\M®.7ii'*li>X'h ] 0. mx 
m(iO, 1 ^^«i2-C?>0» fUnxralj l*-t«42 
20 X'hh. ] ^^M^Wi3j:t/^¥WStt* 
tfdi-ZVU. IftWBi, N- (1, 2. 5, 6, 
7, 8-^.^hKn-5-^f-;l— 2-^Jfy-5- 

jfyj-rt') r-fehTSH^s- [ [2- (3, 4-^' 

?nn7i-;Hxf/l,] 7*57] -5. 6, 7, 8- 
vfb7th'n-l-7^;U-2 ( 1H) -^yyyyl? 

29087 2^mizimcr>j}mztzttftuzmit;if 
mizxm&ztiz. 

[0097] 38) 
30 Hfcl20] 



im7i^;ut fciir y -/us 
_CJ^-conhch 2 



Ram 



■o 



OCH2CH 2 -N N 



,R4xn 



3xn 



[S^lfs Rim. RiTnUXlfR^aii^tl^tly^lg. 

=f- ; ffiiRr^;us. mrivo^i^m. *tm. An 
yyfi^ -hoi. >-7V£, fiar/^/i^affli 

Tfcllv^;l'7r*-f/U«**b"t*». £L<l±Ri«» 40 

4intiJ:y'R5.n* { v^ L j: tfroTfOfflfetSgSIS 
*tl?tim.7>W\&tf&®LX^Xi>R 

ui-fn'jy^n, l-e^Uv--^, l-tr^ 

4l"fc£tt*fcii*«><S. JWWtkL N — [4 — [ 2 — 
^yX7S K^>4-75 7-N- [4 - [ 2 - ( i^SO 



'"Sxn 



ft SPP2 - 2 3 1 4 2 1 

[0098] 39) ^ 
[4L121] 



Mxp" 



7iv*uy. 

Hfcl223 



*1xp 



-iooiaa[*fctt*tt«<o 



79 



-a 



(41) 



0 0 1-3 3 5 576 

80 



Ri,p(±Ar xp-CHRzip- UILArx 

: - j**2fiMr feflSEtrtt 2 ' (2 . 3 ^flfcfrtt 3 ' 
tt, -** { 4{i'5r'i>fl!j^r(±4 , {afJ)5. ] 
fc£toifcli*<0ffl. Aftfi^i. 1 . 6-5*- ( 1- 
Kvi?iv-4 - t^y M-ty^ l , 5— 

ilh. ±Kft^»4fctt*Offli, - 1 8 0 7 

OS! 

[0099] 40) ft 
[fcl 24] 





10 



tt. WilPM - 1 5 9 2 2 5-*&MclB*<0;M£*fctt 

[0 1 00] 4 1 ) TWT*3*l*9-T5y-l , 
2. 3, 4-7 t h9tHDT^y^y4fctt*0«. 
Mfcl2 5] 

NH 2 



20 



30 



JJftfr&fcifctt-tWtttt* #BPF4 - 3 4 6 9 7 5^- 
[0 1 0 1 ] 4 2 ) ft 

[<fcl26] 5 




[ft*. r 1 ,r s R 2 "*jj:w f R 3 "ii-en-e'ii*^m 

[0102] T#C«S<1* 7^i^>A ( H.u per 

zine-A.)4fcl4fOtt. 

MS127] 



40 




JJBfc£*4fctt**>ffli. USP 5,177,08 
2 N J. Am. Chem. Soc. , 1991. 113, p4695-4696, & 
fctt. J. Am. Chem. Soc. , 1989, 111, p4116-4117(C 

[ 0 1 0 3 ] 4 3 ) T^ffimZGLX^ltjyy? 5 
[fcl28] 

QR, 




50 



.hftfcfcWCRi tsti&VR? «s(i|5J-Ot^L<(4 
T^utfT&i. Ra iitiil**fctt84hWiU:r 

/Mf/P«, TlVr-)Vmhh^\$T)Vtl 'J /Kalkaryl) 
aX'^O, ^ii^Stittmr'Noyyjrf, **>nti 



(42) 



81 



7u4 >v7)v*)vm* hi\m.^7 ;mzz. r )9£ 

Kfc»iS ; 5rl.t)OT'J)l.wi:$:^fri:-rS. 10 
[0104] AttWfcli. Tj&?mfl&Ga 1 a n t 
h am i n e ttzlZZ^&mif hilh . 
[ftl2 9] 



CH3O. 



±MUt&fattM*cr>t*\Z^ 6-507617 20 
^\ Heterocycles, 1977, 8, p277-282. ££ti. J. Ch 
em. Soc. (C), 1971. plMMMTKEBtfflHfeifcli* 
itKaHtfeSttfciOWtSiiS^ *41>HL Galant 
hus nivalis-^KJalanthus waronowii^^iU^fiftl^'i 

[ 0 1 0 5 ] 4 4 ) 5$ 




-(CH 2 ) nl5 -N N 



Rjya 



<2ya 



30 



R3yafcR4yate» RayatfrtSlSFf 4 Ttfct 

ttiztimmzGix^x t> ± v l < 

tt. R3yatR4ya*^LT - (CH 2 ) m y a -C 
0-. -CO- (CH 2 ) m y a (CH 2 ) 40 

* . + i - myaJiO. 1 ifcli 2 fcir*-) 

£»j£U A y a «- (CH 2 ) 1 y a - (5W». 1 y 
ateO. 14fcOf2*5%f ) Sfctt. -CH=CH-£ 
^L. Xy a JilkltcDH&SSr^U nyaW^i 
l7?)Sg5c£*-f. 5T»bSii*WITS>«*fci4 
*<Ott. JJefc£tt*fctt*tf>«HL »il¥2-9 1 0 

[0106] 45) it 

HU31I 50 



#112 0 0 1-3 3 5 576 
82 



5 2 yb 



3yb 



(v)-C-CH-(CH 2 ) nyb -N-CH x 

J R 4yb 



Myb 



»Ay b {««SaXT^TfcJ:<. Hfltfi^T 
uS^tLTO, S, N0)1 — 2ffl*r*A,-CVvCfcJ:n 

5~8HWKS**U Riy.(i*XK?*fcli»t& 

#)5£»£*U nyb(i2~70g&£*t. ) TUS 

li*<0tttt, HUH* 3 - 9 5 1 4 3-t^f6tieS50^& 

[0107] 46)5$ 
[•fbl 3 2 ] 




1yc 



(CH 2 ) n — N-CH 



"< 2 ye 



"<3ye 



CiW. Rl y c ti*#H?4fcttffiBT/^/P**S 
L, R 2 y c l4WI»**LTV^«)iv%3!f«Bai^ 
U R3»c Ji^fi?*fcttffl«7Ji*/l'36eL<»i 
■8a5*WUTV>T<)J:V^f«R»**L. nycliO 
~7ct>S8S:£*U mAy c tiE»3aXTivT*>J:<. 
StDS^rn^hLTO, S<t> 1 afcl^fflfcfcX/C 
V *> J; ^5-8 U *§B y c ttmtSfi 

it. Wffl-3- 14 1 2 4 4^»fcBttO*JS4fctt 

[0108] 47)5$ 
Htl33] 

By d — Ayrf 

By a i±S&ZtiX^Xi>X^ma$t:i l $*& 

ft<05~7lT-fffi#Stt*S:*L. A y a 
< Jit Hndf j/«TliaSaTrv^ 6 <fc VOi*fcli= 
[fcl 34] 




«|i«r&«L<*4Zj«S^**L. (fit. A y d 
[ftl 35] 



83 

S££*W) , R2 y d , R3 y d \i*tl?tlM 

#TZymBf$LLXi>£<. pydlil4*:li2£S 
-f. ) xmznhT$/i-7?uyitiiWj*tdi*co 

n. ±.mt&mttMz<r>m$. ftmys - 22325 

[0 1 09] 48) ^ 
[ftl3 6] 



(CHjJk. 



Mye 



i yv J|A ' c _ X25? -(CH)^e 



'ye 



10 



CxC*, Xl y e lfR 4 y « — N (R4 y e lf*»[f 
BBMFPfcjfcU X2 y . IfRs y e ~N (R 5 y e (1 

M^fr^L, A y .a»iSfefcaHjai**UTv^fcj: 

^Ky^ymi^L. Ri y . li^M^-, SJiS**" 
LTWCi i^J£fbk#g£^U Ri y e |±nye<D 

m&uzti^xztiztimKix^xij&K. y y e 

ligffcSixT wt t J: v >T 5 /£* fcttSfttt** LT 
^TfciV^SBWWOaSiaiia^U. nyelil&^ 
LlO^Sifcfc, kyeliO$:HL3<9gifc£, my e 

li . 5-239024 44W8KK«W*tt* *:« 30 

[0 110] 49) it 
HL137] 

CH ° 

R 1yf R 2yf 

CS*. SA y f ttHSatetf trivet*****!!!* 

Ri yffcbWRJK^ifctUtaaSlrLTV^Tt . 
iv^flakSKSa*^**. **nttBH****-CH 40 

=c-t$j:t^aiAy f zmfotzimnsmw^ 1 1 1 

fcfflfcSftTvvc U R2 y f {i?J< 

*s^4 fcifssss** lt ox t ct v wttxfmmg 

L<li7v;l^£*U Rs y f ttfflMGSrtfLTwe 
3 8 2 5 5^mcffi»«0*a43ttt*ntcJptfc*ffi 



(4 3) KM 2 0 0 1-3 3 5 5 7 6 

84 

[0111] rjMm*9lftfi£TOA*ttlM-lX 

mwmi.'&mmnfetim. *?yy-^ummt<r>%im 
[oii2] miLum^Mcommt ixu. mm. 

Allylestrenol, Chlormadinone acetate, Gestonorone 
caproate, Nomegestrol, Mepartricin, Finasteride, P 
A-109, THE-320&fc'*W htlh. 154»B*fc: 

ttommwotetmtLx. ym-31758. ym-32906, kf 

-20405, MK-0434 , CS-891&fc"«7)a-y 

fcLTIi, $Rlf, Ifosfamide, Estramustine phospha 
te sodium, Cyproterone, Chlormadinone acetate. Flu 
tamide, Cisplatin, Lonidamine, Peplomycin, Leupror 
elin. Finasteride, Triptorelin-DDS, Buserelin, Gos 
erelin-DDS, Fenretinide, Bicalutamide, Vinorelbin 
e, Nilutamide, Leuprolide-DDS, Deslorelin, Cetrore 
lix, Ranpirnase, Leuprorelin-DDS, Satraplatin, Pri 
nomastat, Exisulind, Buserelin-DDS, Abarel ix-DDS& 

t'AWtfis. wsmmmm^xmrnt Lxii, m 

mmt LTI4, flRIf , WXCyy (Tamsulosi 
n), TyYi^y (Prazosin), f ^VvV (Terazosi 
n) , V^Vyy (Doxazosin) , ^yXZ^fr (Urapid 
il) , A yYv^y (Indoramin) , T/U7V"v> (Alf 
uzosin) , yvyyY—fV (Dapiprazole) , -fy 
i/*;KNaftopidil) , Ro 70-0004, KMD — 
32 13, GYKI-16084, JTH-60 1, Z 
-350, Rec-1 5-2739, SK&F-864 
6 6, 7-j-Visy (Bunazosin) , BMY-1 50 3 
7, yyutViV (Buflomedil) , ^Jt-VYi/y (Neld 
azosin) , Moxisylyte, SL-8 9 0 5 9 1, LY- 2 
3352, ABT-980, AIO-8507-L, L 
-783308, L-78094 5, SL-9 1 08 
93. GI-231818, SK&F-106686, 
RWJ-38063, tDFi/y, 7 < r-**V i^XFiduxosin)^ 

t'tfmfktiz. ®&mim<?)%imtixtt. mt 

If, Flavoxate hydrochloride^- b'tfmfbtl h . \WL 
<r)M®%b Ltli, WttX , Sennoside A • B, Phenoval 

in&fc'#±»f£fti>. jMtomw&tixtt* mi 

If, Chromomycin A3, Fluorouracil , Tegafur, Krestin 

%£tmf wit; ?nfe<oi&mmtLxi£. mm. 

Chromomycin A3, Fluorouracil, Bleomycin hydrochlor 



( 

85 

ide. Medroxyprogesterone acetate^: if#^(f L>tlh. 

[0113] mmnmmt ixa. mtm yx y 

-fyxyy, a-jnwsy—mmms 037Y 
w-y v%mmmm:ztfmTbixb . 4 yx y y« 

« (*f*L<{i&KS) . r-o/y?y>, ny^y* 

yy*fctt*«« (WL<ttVH5«l)-vJTT 
-50 1. GI -26 2 57 0. MCC-5 5 5. YM 
-440, DRF-2593, BM-13-1258, 
KRP-297, CS-0 1 l&fc'A>W«t&. 
^ y v#»ffi£?Kfc LT<2, Witfx^7 r^MHttM 
WWfbtil . tt^;W7 * -;i'«3WWo**Wi: IX 

-p\ KAD-1229, J TT- 6 0 8&fc**W£> 
tih. b*2T-M YMtlXli. mm*Y*>l$.y. 

zr?(n>WW.frhmd!,Ztitz4 yx y v*»4>»*Wfc:-&j£ 
&hfc¥6ftt M >x y >- ; 4 h SrJBo 

itfir?i¥W fc£f£ Uc t r- A y x y yta t'tfmf hti 

h. JyXVytLXit. 0. 4 5*><o0. 9 (w/ 

w) xemm-sts* yxv vsa ; *ft£in. a»r 
a? s yHi-XfA yxv yfrhW&ZiihTu? $ w 
yxyyffii^t'tfflv^tii). s^c, 4yxy> 

if ) X'$)iXh£l\ a-7/\sai/?~VWgmtlX 
ii. Ml^ti^X-X; X7VX-X. S/Wh- 
/K xS^yr-h^k'*W^I». /9 37Fl^y 
yg&ttftfi&gli: LTti, Hitf A J - 9 6 7 7 , BM 
S-196085, SB-226552, SR-586 
1 1-A, CP- 1 1427 1, L-7 55 50 7&h' 

Mtttnvi*.'/ k r^yy^ f, ur*y, ba 

Y-27-9955&fc>W£>ft&. frttPWffetl*. 

[0114] jMfras^Mt urn, «itr, ni 

caraven, Bencyclane fumarate, Eurnamonine, Flunar 
izine, Nilvadipine, Ibudilast, Argatroban, Nizofen 
one, Naftidrofuryl, Nicergoline, Nimodipine, Papa 
veroline, Alteplase, Viquidil hydrochloride, Moxis 
ylyte. Pentoxifylline, Dihydroergotoxine mesylat 
e, Lemildipine, Cyclandelate, Xanthinol nicotinat 
e, Febarbamate, Cinnarizine, Memantine, Ifenprodi 
1, Meclofenoxate hydrochloride, Ebselen, Clopidogr 
el, Nebracetam, Edaravone, Clinprost-DDS, Vatanidi 
Pine, Ancrod, Dipyridamole^if^f t>tll. ^Mi 



14) #112 00 1-3 3 5 576 
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1%COWimt LXIZ. Mitt , Methyl prednisolone, Du 
ral graft matrix**? imf hflh. WWDS^flSK 
bLXit. mm. Nimustine hydrochloride^ fc'*^ 

ifbixt. §jffimm.a\{!flmb txi±. mm. in 

terferon-/3-lb^t*^tf t*t\h . 
[0115] T^y-M v-ffi£$tsffi%&cr>Wimmb 
LXH. mi.lf. Aniracetam, Arginine pyroglutamat 
e, Nefiracetam, Nimodipine, Piracetam, Propentfyll 
ihe. Vinpocetine, Indeloxazine, Vitamin E, Cinepaz 
10 ide, Memantine, Lisuride hydrogen malate, Pramir 
acetam, Zuclopenthixol , Protirelin, EGB-761, Acety 
1-L-carnitine, Phosphatidyl serine, Nebracetam, Tal 
tireline. Choline alphoscerate, Ipidacrine, Talsac 
lidine, Cerebrolysin, Rofecoxib, ST-618, T-588, T 
acrine, Physostigmine-DDS, Huperzine A, Donepezi 
1, Rivastigmine, Metrifonate, TAK-147&fc*A*f*f £ 

tih. Ji-^yvyfficofemmtixtt. mm. Tan 

pexole. Amantadine, Pergolide, Bromocriptine, Sele 
giline, Mazaticol hydrochloride, Memantine, Lisuri 
20 de hydrogen malate. Trihexyphenidyl, Piroheptin hy 
drochloride, Terguride, Ropinirole, Ganglioside-GM 
1, Droxidopa, Riluzole, Gabergoline, Entacapone, R 
asagiline, Pramipexole, L-dopa-methylester, Tolcap 
one, Remacemide, Dihydroergocryptine, Carbidopa, S 
elegiline-DDS, Apomorphine, Apomorphine-DDS, Etile 
vodopa, Levodopa&iffrWfeftS. affltilhffiff* 

nmsmt lx\±. mm. l-h-a- (L-d 0P a) , 

t>V\" (carbidopa) , /Qt^ijrf ^ (bromocripti 
ne) , ^rf'JF (pergolide) , VAVV (lisurid 
30 e) , T5 hyrf-yy (amitriptyline) %Z#mft> 

nz. ^y-rfv&m&fcgmkLxa* mm. 

Xf-VA H»K»ro^Wyy (protireline) ^rt'COTRH 

ttxit. mm. xtua ym. yu*isy* (L-th 

reo-DOPS) , ytKDI^^Jy (dihydroergotamin 
e) , 7*1^ A (amezinium) KZifWTbtlh. * 

v-rm^mmcommttxit. mm. mm 

M. XtuA YMbh\M$. Y Y 'J y (midodrine) . 
7*V~*7K (amezinium) t£\Z1fWf t&h . »«U£ 

40 <?>mmkix\i. mm. mw»m*wwft>ti 
i, 

. [oii6] r mcomm&mwzMzftij-z ti&tftti 
mms&fmzm&t&mi} t u-cia. mm. a 
mm (^;ut^, aih?7H-A4jf) , 
mm (A'?n7xy&fc') , y^yxjymn 
mm (ad^ij Y-fr%£) . *m ■ mmmm 
{ms.^^^y. JSigrntr^yy, yjut-wj 
y. yvyxi-isy. YM-905/YM-537, f-s^yy(Ns-2 

1) , KRP-197, h DXf V£.%b'C0A.Xt V yfflftM : 
50 mm.yy h tWSIWl ; NC-isoo^r t' 
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87 88. 

OffiSfiNBS : 9 V V7 h-;^t'c7)Beta2 T^-X b ; J: V*f6HB<0lBBH«»l<0»4»i. tt 

ZD-0947, NS-8, KW-7158. WAY-15161&2rfc'0* 'J 4**^ JSHM'-K Wihfi 1 , MUX. 

•Y y*;HSD3§ ; 0N0-8711& i: 0)PGE2 7>f d-X mWSm^WMb IX . j£A 6 0 k g ) £*t U 

-f FggftTrf-T. h ;TAK-637, SR-48968 (saredutan 0 5~100mg, W&KitffiO. 05~30mg, 

t). SB-223412 (talnerant) £tf^**-yft!n;£ ; Sfefc** KttttO . 2~10mgT'$>0. 1B1H 

;W3^Sy, JUtT^ne**, JMrHfS**^ S. aE**«*£;bi«Jfl^**£Cli, ffl*coiS» 

tfx^A . m.7o>*yr y y%z > , anw a4**38WHft$-*fcs*i: l . s*»*<o 

if) , yt-^yyyiMMSK (IffllMJ^^i^' ^ofl^-Hirar^KJ: 1 ?, SSfiSS^"*-*.! fctfTS 

;k b'^y r'y. UtfF^i') . &£*#5g<0&*<0&4*i. ttfi. HRWtt 

at-* * $ >m ( ^'7 x y t H y 5 y , IV 4 vm o tt«L SW-BflBL f£4m SNi&ftt 

y, gs?D=r7sy, r**-tt*y. ^isr^r^ TflW>£>fT.&. asfawi. gw^w-K^rsyft 

arif ) . trntssaz amt Yi9ssy*t£) . e*m i o i 1 9 1 

«sa?#m e<y f*^7 -f y y&if) . - uw&Kitaxm] OTt. *m mml kma 

• (7-3-7 < 'J y. »7i f 'j y, «ftxf-/ux7x tsttfimmwfx*ftm*z btmnzmttb 

^■i)-ttC03^. 8 - [3 - [1- [ (3-7WD7i MP-5 0 0D^fflUtai^Uv:„ »*X|SHSftllISfO 

-71-) ^f-^] -l-*#vra 30 r-^<i. «i:LTCu-K« 1 ^|$rfflV^, RINT 

t^;W] -l,2.5.6-rh5t Ko-4H-eno 1 100M (S^mm (1*) ) £JBwc«£U:. 

[3,2,i-i j] ^yyy-4--*y*fcii*<oa« [0120] 

^ifat^AXn^y (Tamsulosiri), TvYVy (Prazo [^SfeiW] ###11 

si n) t'O a MUM t <7M&i}h&W} t U\ 8- [3- (4- tf U -1-tT^ V To WW -1 , 2, 5. 6- 

[ 0 1 1 7 ] - h %7 5. yte&ht tdtta r h v b H n-4H-fu n [3, 2. l-i J] * y y y-4-^T y 

ma) nftcommtmm&m t , wat J: 

■Ti. ( 2 ) **i«itlHI(c J: OiafJ^Wt^S^ 40 

nmmmzm^x&m\timmtdzm:imi i) 3-a-r-fe^w-4-e^y^;wrnt^ys (8 

ra*-&*>*Tttffl (WB) "t*. < 3 ) -eit-f 8.2g, 0.443mol) Sr, *ftT\ tS-fbf-^-;K300mL) (= 

tizttmzx o mwrnm t Mzztxt'tmm i ^ t ^-fojni^. MSTio^ra^. met. 2?c 

itrnzix^xh*^. znkozmwniityf&ftn tux-TJ^toi. mm^^-Tivx-m^L. we. 

ttmt. z«nimmn?mm(r>%mfthhwm mix. j-d-Ttfiw-K^'j^rne^y 

m$&mz¥f®zti$>tmfixbtii,$£\\ * ^7o'j H<r«4jsft*8j«fs»*t u-ctt^. zcom 

fttttfcOaJBWO.- 0 00M*%-C'S)I>. SMMB**JJ:tfl.2.5,6-rh5b Ko-4H-tao[3.2.1 

[0 118] (8)^* 50 -ij)*yy y-4-*y(64.0«, 0.369mol) £1,2-^0 
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ox?y(200mL) tdRBU tUtT/US- 1 ^ (162g, 

i.2imoi) zm&x"m-f^toz.fc. m&x'mmmn 
^Ax-mm. w±TizxmmmL. mmvm 

(BHHfttt : HSgX?^-* 7 7-^=9 : 1 ) X'm 

fctcj; S-D-U-T-bf/l^-b^'Jv^) -1-** 
V7'Qt:;W-l,2,5,6-rh7bHa-4H-h-no(3,2,l-i 
m/*)y-A-*y 123.5g£Sl£ 157-159"'C<7)*S£i|iS 

■ HNMR (CDCh)^ 1.00-1.30 (2H, m), 1.50-1.95 (5H, 
m), 2.09 (3H, s), 2.53UH, dt, J=12.9, 2.4 Hz), 2. 
72 (2H, t, J=7.6 Hz), 2.90-3.15 (5H. m), 3^24(2H, 
t, J=8.6 Hz), 3.75-3.90 (1H. m), 4.14 (2H, t, J=8. 
6 Hz) ,' 4.55-4.70 (1H, m), 7.68 (1H, s), 7.73 (1H. 
s). 

TXM^ C21H26N2O3 t IX 
ff-gffi : C, 71.16; H, 7.39; N, 7.90. 
2H&<t :C, 71.12; H, 7.18; N, 7.80. 
2 ) 1 ) TftfcS-O-tt-r-fc-f ;U-4-t^U VZM) ~ 
l-#* V r o tf;W] -1 , 2 , 5 , 6-r b 5 1 H n-4H- ton 
(3,2,1-1.))* 7 'J y-4-^>-(118.7g, 0.335mol)^i8^ 

i?(6oo bl) *»nt, i4o°c x'Ammmwuc. m&tx- 
*SHtt b y A*»arcr/w* y tt(pH>i2) t l , » 

U ifcl^xf /i/- v ? x^x-r;^A.^B B B -fb§-y-^c: 
fcfcj: 0, *Hfc£*l 103.7g£B££ 114-115°CO* 

iHNMR (CDCU)* 1.00-1.30 (2H, m), 1.30-1.90 (7H, 
m), 2.59 (2H, dt, J=12.0. 2.4 Hz), 2.72 (2H, t, J= 
7.6 Hz), 2.85-3.15 (5H, m). 3.23 (2H, t, J=8.6 H 
z), 4.14 (2H, t, J=8.6 Hz), 7.68 (1H, s), 7.73 (1 
H, s). 

7C5SI*#T C19H24N2O2 tlX 
ftfftt : C, 73.05; H, 7.74; N, 8.97.. 
H&ffi: C, 72.96; H, 7.48; N, 9.15. 
[0 121]##W2 

8- [2-7^*0-3- [ 1- [ (3-7Wn7i 
-)V) 7f-;H -4-b^y v'x/P] -1-^yro 
b*;H -l,2,5,6-fb7tKn-4H-tna 

[3.2.1-i J ] *;v>-4-*y 
o 
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WJisJ-fy (1.38g, 8.60mmol) COTHF (50ml) 
£;Uu Vy4 74 Z-7*byrtXlZXftfflltZi n- 
BuLiC0^1>-yS?a(1.6M) (5.4ml, 8.6mmol) S-fiTFL 

x-T^vywz&u mmix'&tzs- [3- 

[i-[ (3-7;Wo7i-;i')^f;i'] 

- 1 -tfdfVTabVl'] -1.2.5.6— f 
h5bFn-4H-b-DD [ 3, 2, 1 - i j ] *7 U > 
-4-jTV (3.0g, 7.1mmol) Of h5bKo77>'(20 
10 ml )?§?R^?ST I . -20*CT20$H»# Lfc . Btf K J A T 
jz-T-thy^zftl. \t-7)i>JtuKy-eyx)V 

*W$H (1.38g, 8.6mmol) <Of h5tK07?V 
(20ml) »S**TU 3HI4Ta»IMI8-*fc. KJE 

tt£&lfe7fM(42mg) fcLT»fc. 
iH NMR (300MHz, CDCh) 5 1.20-1.40 (3H, m). .1,60- 
20 1.80 (4H, ■). 1.85-2.00 (2H, m), 2.80-2.95 (2H,. 
m), 2.93 (2H. t, J = 7.5Hz), 3.25-3.45 (4H, ■). 3. 
47 (2H, s), 4.18 (2H, t, J = 8.7Hz), 5.21 (1H, dt, 
J = 46.5, 6.6Hz) ,6.90-7.10 (3H. ■), 7.20-7.30 (1 
H, m), 7.73 (1H, s), 7.76 (1H, s). 
[0 1221HMU 

8- [3- [ 1- [ ( 3-7;M-t37xX/W) 

-4-tf<y5/x;w] -l-^yrnt/u] -1.2. 

5.6— fh7bHo-4H-trna [3.2.1-i 

j ] *;vy-4-*y 
30 t^bi 3 9 3 





H*i»»U:HoX75*3fc. 1,1. 1.3, 3, 3-^*^7 



1 X'% ^8-(3-(4-t^'J -1-** vra 
bVl/)-l,2,5,6-f h9bh'n-4H-b"Da(3,2,l-ij)^y 
lly-4-^y (103.7g, 0.332mol) WT-feh-MI^ (7 
50mL) Mile, 3-7;WjJ-nX.yi/W.n5H (65. 9g, 
0.349mol) fci^TK^K^U^A (80g) SJni> S 
40 a-C12ftia«lf Ufc. Rfc?M£t§M8f*> »»xf-/K2 
50mL)-f b7b Ha7 5>'(250mL)-?i<(200iiiL)lI'&?§ 

— f'h5tb*a7.5X5OiiL)'C2 0ttaJL/S. ^SIS: 
it*), tSW^tS*(150ni) "CiJfe^U, tiMKMt??* 
^ATftttLfctt. «JET«SIL-CilfeOffllS^(l 
30.6g) fflfe B 3 B cO^O»^^4 0-C(Cfi^^ 

3&* S> PS?xf-;K140mL) - y ^ 7 -;K10mL) - 7 o D* 
(150mL) IZWM L, v-'J^ ^VP^ 5A^D7h/7 
7 < - ( i^U ilf)^ : 300g, ggB^ : P!?xf-;1— y 
50 77-^= 10:1) T«WLfc. ISI-OXg^ 1 )^ 



(4 7) 
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g£x?/-;K500mL) &Mz.. Mftl%tft>%}-%m 

§t^*5f>6W#l^. |Jrajb£ilS.P B £FJRU # 

x?S-fr (250mL) -CftflHfc. ^ffit'^LT. *M 

^•&%111.3gS:ffl!A114-117-CO«^ai: LT»fc. 

«*X«&BiEBff^-VS:HlK*t. 

"HNMR (CDCh)S 1.20-1.50 (4H, a), 1.55-1-80 (4H, 

m), 1.85-2.05 (2H, m),2.71 (2H, t, J=7.6 Hz), 2.80 10 

-3.15 (5H, m), 3.22 (2H, t, J=8.6 Hz), 3.47(2H, 

s), 4: 13 (2H, t, J=8.6 Hz), 6.85-7.15 (3H, m), 7.2 

0-7.35 (1H, in), 7.67 (1H, s), 7.72 (1H, s). 

7C^«fffl ' 'Ci6 H29FN2O2 t IX 

imffi: C, 74.26; H, 6.95; N, 6.66. 
H®t(t: C, 74.28; H, 7.02.; N. 6.58. 

[ o 1 2 3 ] 4&* xmz&mtt <ryf- 9 



msm ■ 2 e 

5. 08 
10. 2 



c ) mmm-. d<i wm-k) 

17.4 
8.68 



16. 
17. 
18. 
20. 
23. 



5. 
4. 
4. 
4. 
3. 



27 
97 
76 
3 1 
85 



[0 124MGNM1- 

( 1 ) mmim*& 

< 2 ) ?LSI 

(3) h«>tn3*^BB 

(4) Xfr'Jxi?^: 



1 g 
197g 
50g 
2g 



20 



30 



JJB(l). (2) tiXVbVttaistim (20 g) 
fcfiSfHU h^t03y« ( 1 5g) fc25mLC0* 

ai-TOft ( 1 5 g ) k±ffi (4 ) SrJnt. &dft£ffiB 

«0ffli"CE« ix. mn esfc 0 gun 1 

0 . 5 m g£#«Bffi 3 m m^i 2 0 0 0 ffl£$£f 
[O12 51SWJ0II2 

(Dies^ji^a 2g 

( 2 ) ?Uf 1 9 7 g 

(3) h^tt^isfflffl 50g 

( 4 ) xrT'J vWrtf^y*?!* 2 g 

ssowi k m&>-m& <k o . mm vmmm 1 

OSSIsSrl. Omgt-#-f.&iS&3mm<9&SlJ20 00 
[0 126] 

( 1 ) mm 1 oka 5 . 

(2) ¥L« 6 0. 



40 



#IH2 0 0 1-3 3 5 576 
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(3) h^tnai/fflft 3 5. Omg 

(4) -bf^f-y 3. Omg 

(5) XrT'JyKv^^^A 2. Omg 
JJB ( 1 ) , ( 2 ) tiXV ( 3 ) <9fi6»£ 1 
f-V*»»0. 0 3ml (-fe'^f-yk 1X3. Omg) 

o-c-esafttfcgL iwit. #4>nfcwa*±E 

(5) fc?I£U ffiBUfc. ftfenfc+iWRtlBI. - 
Mit1-9>. 9H-?h£VT7t'7ll><r>*Bmiz£& 

£ 5 >y d i> T'le Si L T a - MS £ . 
[01271HHW1 

y >xxf- 9— fcfffl^Slt^aJS 
HifiM l o*&f B <07-fe^/i'a 'J yixf 9— fe'TOvStt 
. t 'J yxxr 5— fe' 

SrfflWC. TWf^H'J^ (Ellmana) (CTffo 

5t. hh#iiii^A*^r-fef-^3yyx^T5— fe' (Si 

gmatt ) fciTOUcT 0.2 IU/m L0)«ffi£ftff 
LIBMHlkLfc. 9 6weliv-f ?a7V- h(cagff2 
OjuL, 8 0mM Tris-HCl (pH 7.4) 30nL, g£ 
*Sfa5 0/iLfcJ;l/5mM 5,5-dithio-bis(2-ni 
trobenzoic acid) (Sigmatt) 5 0juL£4H£U 10 
tyfHMto Ltz. 5 0/xLcO4mM acetylthiocholin 
iodide (Sigmaft) Srgfe&PL. HSffik o LtzW&fr 
h 1 04MS3 0tfM : C4 1 4 nMfcfcJtSCbfeiiM: 

R=5. 74X10- 7 XAa 
(5^*, RtiBXfttt (mo 1 ) , A A li4 14nM<9 

#ft^*t-3V^TiJ«fc<l:«)3ig|8»*«l9jEt, 5 0 

%n*»K (icso) sat*)*:. 4^, JiR*tfetra 
^xf-^sycor-fe^nyyxxf 9— tf 

[0 128] 

IC 5 o (nM) 

mmmi 6. 6 

VX+flLV 6 5 1.9 
[0 1 29] H^092 

jWIMl»ISao.3g*fHHSfc*9, 25'C-C'ffl*tSJK(R 
H)75% (*^KU^AOttW»«)'*JJ:WaH3« (W 

[0 130] 



mmm ( b ) 



Omg 
Omg * 

fi*£<fc* (%) 
25*C/75% R H 25'C/93% R H 



(48) 
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+ 0.11 
+ 0.11 
+ 0.18 



93 

4 . 
7 
14 

[01311MIM3 

1 <60°C/3*H) 

2 (40'C/75%RH, jRffi) 

3 (40'C/75%RH, Ml) 

4 (Jfty^^r^S) 



94 



+ 0.06 
+ 0.09 
+ 0.15 

I - 60'CT'3rflfH (»&#5*H. » 
ff) ; 2. 40-C. ffl^SJK75%-C-3yfl^ 
JBL mm) : 3. 40C. ffi*tffl*75%T3*fllB (ffifi 
#5X1, UK) ; 4. df-fey>-7>7T ( 677/P? 
X ) t-20B*S ( 1 2 OTM^* • h ) (#'J JUfct- 'J 
r^S87 * ^ATS-5Jt>"V-V ) 
10 M*£T*fc*-f. 
* [0132] 
tttt 

BfittA 9 9. 8 

BfeiSA 10 1.6 

BfitftA 10 0. 2 

B£ttA 10 0. 1 



[0133] 



20 t^S. 

[0i] gftfti i -c»fenfeisjW)®*xiMSftia«f^ 



(4 9) #^2 00 1-3 3 5 576 



[HI] 




(51) Int. CI . 7 ME# FI M>K(##) 

A6 1P 25/28 A6 1P 25/28 

43/00 1 1 1 43/00 1 1 1 



(50) 



mm2 0 0 1-335576 



F 4C065 AA07 BB04 CC09 DDOl EE02 

HH01 JJ04 KK04 PP03 PP08 
PP13 

4C084 AA19 NA03 NA11 ZA152 
ZA812 ZA832 ZA842 ZC202 
ZC422 ZC752 

4C086 AA01 AA03 CB05 GA15 MA01 
MA02 MA04 NA03 NA11 ZA15 
ZA81 ZA83 ZA84 ZC20 ZC42 
ZC75 
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AB Crystals of 8- [3- [1- [ (3 - f luorophenyl) methyl] -4 -piperidinyl] - 1-oxopropyl] - 
1 , 2 , 5 , 6- tetrahydro-4H-pyrrolo [3 , 2 , 1- i j ] quinolin-4 -one (I) or its salts, 
preferably having m.p. 113-118°, and pharmaceutical compns . containing 
the crystals are claimed. The compns. are useful for treatment of dysuria 
by increasing force of bladder emptying. The crystals may be used in 
combination with a-blockers. Thus, crude crystal of I (preparation 
given) was dissolved in AcOEt/MeOH/CHCl3 and the solution was subjected to 
silica gel chromatog. After repeating the process, the crystal was 
dissolved in EtOH and the solution was heated to remove EtOH and cooled under 
stirring for 6 h to give I having m.p. 114-117°. 
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[Document Name] Description 



[Title of the Invention] The crystal of a tricyclic condensation heterocyclic derivative 



[Claim(s)] 



[Claim 1] 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, and 
6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON or the crystal of the salt. 



[Claim 2] The crystal according to claim 1 whose melting point is 1 10 degrees C or more. 



[Claim 3] The crystal according to claim 1 whose melting points are about 113 degrees C - 
about 118 degrees C. 



[Claim 4] The medicine constituent containing a crystal according to claim 1. 

[Claim 5] The medicine constituent according to claim 4 which is acetylcholine esterase 
inhibitor. 



[Claim 6] The medicine constituent according to claim 4 which is a bladder discharge power 
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improvement agent! 

[Claim 7] The medicine constituent according to claim 4 which is a urination trouble medical 
treatment agent. 

[Claim 8] The medicine constituent according to claim 4 which is a urination difficult medical 
treatment agent. 

[Claim 9] [ 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, and 
6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON, or the crystal and alpha interception 
agent of the salt ] The bladder discharge power improvement agent characterized by 
combining. 

[Detailed Description of the Invention] 
[0001] 

[Field of the Invention] This invention relates to the crystal of a tricyclic condensation 
heterocyclic derivative which has acetylcholine esterase inhibitory action and a bladder 
discharge power improvement operation, and the medicine constituent containing the crystal. 



[0002] 

[Description of the Prior Art] [ acetylcholine esterase inhibitory action ] [ the amorphous 
substance of 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1 which it 
has, 2 and 5, and 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON, or its salt ] It is 
indicated to JP,H7-206854,A. 
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[0003] 

[Problem to be solved by the invention] Absorbency is good on medicine industry and a crystal 
of stable acetylcholine esterase inhibitor, a bladder discharge power improvement agent, and a 
urination trouble and a urination difficult medical treatment agent is desired. 

[0004] 

[Means for solving problem] As a result of inquiring wholeheartedly, this invention persons are 
high purity and high quality, and hygroscopicity is low. Usually, even if saved under conditions 
for a long period of time, did not deteriorate, but excelled in stability extremely. It succeeded in 
obtaining the crystal of 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 
2 and 5, and 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino .****- 4-ON, and this invention was 
completed. This invention Namely, (1)8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1- 
OKISO pro pill]-1 , 2 and 5, and 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino 4-ON or the 
crystal of the salt, (2) The crystal of the above-mentioned (1) description whose melting point is 
110 degrees C or more, the crystal of the above-mentioned (1) description whose (3) melting 
points are about 113 degrees C - about 118 degrees C, (4) The medicine constituent 
containing the crystal of the above-mentioned (1) description, the medicine constituent of the 
above-mentioned (4) description which is (5) acetylcholine-esterase inhibitor, (6) The medicine 
constituent of the above-mentioned (4) description which is a bladder discharge power 
improvement agent, the medicine constituent of the above-mentioned (4) description which is 
(7) urination-trouble medical treatment agent, (8) The medicine constituent of the above- 
mentioned (4) description which is a urination difficult medical treatment agent, (9) [ 8-[3-[1-[(3- 
fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pi!l]-1, 2 and 5, and 6-tetrahydro 4H-[3, 2, 
and 1-pyrrolo ij] Kino ****- 4-ON, or the crystal and alpha interception agent of the salt ] It is 
related with the bladder discharge power improvement agent characterized by combining. 

[0005] (1) The crystal of 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1 
of manufacturing process this invention, 2 and 5, and 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] 
Kino ****- 4-ON (hereafter) also writing it as "the crystal of this invention" -- it is - 8-[3-[1-[(3- 
fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, and 6-tetrahydro 4H-[3, 2, 
and 1-pyrrolo ij] Kino ****- 4-ON - the very thing - it can manufacture by crystallizing by a well- 
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known method. As the method of such crystallization, the crystallization from solution, the 
crystallization from steam, and the crystallization from a melting object are mentioned, for 
example. As the method of ** "crystallization from solution", the condensing method, a gradual 
cooling method, the reacting method (a diffusion method, the electrolyzing method), the 
hydrothermal raising method, a ** agent method, etc. are mentioned, for example, as the 
solvent used - for example, aromatic hydrocarbon (an example and benzene --) halogenated 
hydrocarbon (an example and a methylene chloride --), such as toluene and xylene Saturated 
hydrocarbon (an example, HEKISAN, Cheb Than, cyclo HEKISAN, etc.), such as chloroform, 
ether (an example, diethylether, JIISO pro pill ether, and a tetrahydro franc --) nitril (an 
example, acetonitrile, etc.), such as JIOKISAN, and ketone (an example -) Sulfo KISHIDO, 
such as acetone, acid (example, dimethyl sulfoxide, etc.) amide (example, N, and N- 
JIMECHIRUHORUMU amide etc.), ester, alcohols (an example, ethyl acetate, etc.) (an 
example, methanol, ethanol, isopropyl alcohol, etc.), water, etc. are used. These solvents are 
mixed and used at a rate (an example, 1:1 to 1:100) independent or suitable in two or more 
sorts. As the method of ** "crystallization from steam", the evaporating method (the **** 
method, air current method), a gaseous-phase-reaction method, a chemical transport method, 
etc. are mentioned, for example. As the method of ** "crystallization from a melting object", the 
NORUMARU freezing method (the raising method, a temperature gradient method, Bridgman 
method), a belt fusion method (the zone leveling method, float zone method), the special 
growing-up method (the VLS method, liquid phase epitaxy method), etc. are mentioned, for 
example. As the analysis method of the obtained crystal, the method of the crystal analysis by 
an X diffraction is common. Furthermore, a mechanical method or an optical method is 
mentioned as a method of determining the direction of a crystal. The amorphous thing of 8-[3- 
[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, and 6-tetrahydro 
4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON or its salt is a well-known substance. For example, it 
can manufacture by the method according to the method or this which was written in the 
Description of JP.H7-206854.A. The crystal of this invention is obtained by applying this to the 
above-mentioned crystallizing method. 

[0006] (2) as salt of salt 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 
2 and 5, and 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON The salt permitted in 
pharmacology is desirable, for example, salt with inorganic acid, salt with organic acid, etc. are 
mentioned. As a suitable example of salt with inorganic acid, salt with chloride, hydrobromic 
acid, nitric acid, sulfuric acid, phosphorus acid, etc. is mentioned, for example. As a suitable 
example of salt with organic acid, salt with Gyi acid, acetic acid, trifluoroacetic acid, fumaric 
acid, oxalic acid, tartaric acid, maleic acid, citrate, methanesulfonic acid, benzenesulfonic acid, 
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etc. is mentioned, for example. 



[0007] (3) As a crystal of character this invention of a crystal, have the melting point of 1 10 
degrees C or more, for example, and [ with powder X-rays crystal diffraction ] What shows the 
diffraction pattern which has a characteristic peak is mentioned to the field interval (d value) 
17.4 [ about ], about 8.68, about 5.27, about 4.97, about 4.76, about 4.31 , and about 3.85A. 
Preferably, it has the melting point (about 113 degrees C - about 118 degrees C), for example, 
and powder X-rays crystal diffraction shows the field interval (d value) 17.4 [ about ], about 
8.68, about 5.27, about 4.97, about 4.76, about 4.31, and the diffraction pattern that has a 
characteristic peak in about 3.85A. the crystal of this invention - high purity (99.9% of purity) - 
even if it is quality, hygroscopicity is low and it usually saves under conditions for a long period 
of time, it does not deteriorate, but it excels in stability extremely. 

[0008] (4) by mixing with the carrier which the crystal of prescription this invention has low 
toxicity, and can be permitted as it is or in pharmacology, and considering it as a medicine 
constituent It can use as a prevention / medical treatment agent of the various diseases 
mentioned later to mammals (an example, humans;; a mouse, a rat, a rabbit, a dog, a cat, a 
cow, a horse, Buta, an ape, etc.). A diluent base [ in / in here, various conventional organicity 
or an inorganic carrier substance is used as a tablet material as a carrier permitted in 
pharmacology, and / a solid tablet ], a lubricant, a binding material, disintegrator; it is blended 
as the solvent in a liquefied tablet, a solubilizing agent, a suspending agent, an isotonizing 
agent, a buffer, a soothing agent, etc. Moreover, tablet additives, such as an antiseptic, an 
anti-oxidizer, colorant, and a sweetener, can also be used if needed. As a suitable example of 
a diluent base, for example Milk sugar, white sugar, D-mannitol, D-sorbitol, starch, 
pregelatinization starch, dextrin, microcrystalline cellulose, Hydroxypropylcellulose, 
carboxymethylcellulose sodium, gum arabic, dextrin, a pull run, light anhydrous silicic acid, 
synthetic aluminum silicate, magnesium aluminometasilicate, etc. are mentioned. As a suitable 
example of a lubricant, stearic acid magnesium, calcium stearate, talc, colloid silica, etc. are 
mentioned, for example. As a suitable example of a binding material, for example 
Pregelatinization starch, sucrose, gelatin, Gum arabic, methyl cellulose, carboxymethyl 
cellulose, carboxymethylcellulose sodium, Microcrystalline cellulose, white sugar, D-mannitol, 
trehalose, dextrin, a pull run, hydroxypropylcellulose, hydroxypropyl methylcellulose, a poly 
vinyl pylori boss, etc. are mentioned. As a suitable example of disintegrator, for example Milk 
sugar, white sugar, starch, carboxymethyl cellulose, Carboxymethyl-cellulose calcium, 
crossing carmellose sodium, carboxymethyl starch sodium, light anhydrous silicic acid, 
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hydroxypropylcellulose, etc. are mentioned. 

[0009] As a suitable example of a solvent, an injection solvent, a physiological salt solution, 
Ringer's solution, alcohol, propylene glycol, polyethylene glycols, sesame oil, corn oil, olive oil. 
cottonseed cake oil, etc. are mentioned, for example. As a suitable example of a solub.l.zmg 
agent for example Polyethylene glycols, propylene glycol, D-mannitol, trehalose, benzyl 
benzoate ethanol, tris amino methane, cholesterol, triethanol amine, sodium carbonate, 
sodium acid citrate, salicylic acid sodium, acetic acid sodium, etc. are mentioned. As a suitable 
example of a suspending agent, for example Stearyl triethanol amine, Sodium lauryl sulfate, 
lauryl aminopropionic acid, lecithin, Surface-active agent;, for example, polyvinyl alcohol, such 
as a benzalkonium chloride, a benzethonium chloride, and glyceryl monostearate, Hydroph.l.c 
polymers such as a poly vinyl pylori boss, carboxymethylcellulose sodium, methyl cellulose, 
hydroxymethyl cellulose, hydroxyethyl cellulose, and hydroxypropylcellulose; poly 
SORUBETO polyoxy ethylene hydrogenated castor oil, etc. are mentioned. As a suitable 
example of an isotonizing agent, sodium chloride, glycerin, D-mannitol, D-sorbitol, grape 
sugar etc are mentioned, for example. As a suitable example of a buffer, buffer solution, such 
as an orthophosphate, acetate, carbonate, and citrate salt, etc. is mentioned, for example. As 
a suitable example of a soothing agent, benzyl alcohol etc. is mentioned, for example. 

[0010] As a suitable example of an antiseptic, p-hydroxybenzoate esters, chloro butanol, 
benzyl alcohol, phenethyl alcohol, dehydroacetic acid, sorbic acid, etc. are mentioned, for 
example As a suitable example of an anti-oxidizer, sulfite salt, ascorbic acid salt, etc. are 
mentioned, for example. As a suitable example of colorant, it is water-soluble edible tar dye 
([ an example and the edible red No. 2 reach and ] No. 3), for example. Edible food colors, 
such as the edible yellow No. 4 and No. 5, the edible blue No. 1, and No. 2, water-insoluble 
nature rake pigments (an example, aluminum salt of the above-mentioned water-soluble edible 
tar dye etc ), natural color (an example, beta-carotene, chlorophyll, red ocher, etc.), etc. are 
mentioned. As a suitable example of a sweetener, saccharin sodium, glycyrrhizin 2 potass.um, 
aspartame, stevia, etc. are mentioned, for example. 

[0011] (5) as the dosage forms of a medication form medicine constituent -- a tablet and a 
capsule agent (a soft capsule -) a microcapsule is included - oral agent [, such as a granule, 
powder medicine, a syrup, an emulsion, and a suspension, ]; and an injectable solution (an 
example --) parenterals, such as medicines for external application (an example, a pernasal 
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medication tablet, an endermic tablet, an ointment, etc.), such as a hypodermic injection agent, 
an intravenous injection agent, an injectable solution in muscles, and an intraperitoneal 
injection agent, ** agents (an example, a rectal suppository, a **** agent, etc.), a pellet, and an 
intravenous drip agent, are mentioned - these - respectively - taking orally - a medicine can 
be safely prescribed for the patient-like or parenterally. A medicine constituent can be 
manufactured in a tablet technical field by the conventional method, for example, a method 
given in the Pharmacopoeia of Japan etc. Below, the concrete manufacturing process of a 
tablet is explained in full detail. 

[0012] An oral agent to an active ingredient, for example For example, a diluent base (an 
example, milk sugar, white sugar, starch, D-mannitol, etc.), disintegrator (an example, : 
carboxymethyl-cellulose calcium, etc.) and a binding material (an example -) lubricants (an 
example --), such as pregelatinization starch, gum arabic, carboxymethyl cellulose, 
hydroxypropylcellulose, and a poly vinyl pylori boss talc, stearic acid magnesium, polyethylene 
1 glycols 6000, etc. - etc. - adding and carrying out compression molding and using a coating 
base for the purpose of masking of the taste, enteric, or durability as occasion demands 
subsequently - the very thing - it is manufactured by coating with a well-known method. As 
this coating base, a sugar-coating base, a water-soluble film coating base, an enteric film 
coating base, a sustained-release film coating base, etc. are mentioned, for example. As a 
sugar-coating base, white sugar is used and one sort chosen from talc, precipitated calcium 
carbonate, gelatin, gum arabic, a pull run, Kalna Barrow, etc. or two sorts or more may be 
further used together. As a water-soluble film coating base, for example 
Hydroxypropylcellulose, Hydroxypropyl methylcellulose, hydroxyethyl cellulose, Cellulose 
system polymers, such as MECHIRU hydroxyethyl cellulose; Polyvinyl acetal diethylamino 
acetate, Synthetic polymers, such as an OIDORAGITTOE (brand name) and 
aminoalkylmetaacrylatecopolymer E [loam FARUMA] polyvinyl pylori boss; polysaccharide, 
such as a pull run, etc. is mentioned. As an enteric film coating base, it is hydroxypropyl 
methylcellulose, for example. Phthalate, Hydroxypropyl methylcellulose Acetate succinate, 
Cellulose system polymers, such as carboxy methyl ethyl cellulose and cellulose acetate 
phthalate; Meta-acrylic acid copolymer L[OIDORAGITTOL (brand name) Acrylic acid system 
polymers, such as loam FARUMA], the meta-acrylic acid copolymer LD [OIDORAGITTO L- 
30D55 (brand name) and loam FARUMA], and meta-acrylic acid copolymer S 
[OIDORAGITTOS (brand name) and loam FARUMA]; products of nature, such as shellac, etc. 
are mentioned. As a sustained-release film coating base, for example Cellulose system 
polymer; aminoalkylmetaacrylatecopolymer RS[OIDORAGITTO RS (brand name), such as 
ethyl cellulose, Acrylic acid system polymers, such as loam FARUMA] and ethyl acrylate meta- 
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methyl acrylate copolymer soil suspension [OIDORAGITTO NE (brand name) and loam 
FARUMA], etc. are mentioned. You may mix and use the above-mentioned coating base at the 
rate proper in two or more sorts. Moreover, you may use shading agents, such as titanium 
oxide and 32 iron oxide, for example in the case of coating. An injectable solution an active 
ingredient A dispersing agent (an example, poly SORUBETO 80, polyoxy ethylene 
hydrogenated castor oil 60, etc.), Polyethylene glycols, carboxymethyl cellulose, sodium 
alginate, etc., A preservative (an example, MECHIRU paraben, pro pill paraben, benzyl 
alcohol, chloro butanol, phenol, etc.), isotonizing agents (an example, sodium chloride, 
glycerin, D-mannitol, D-sorbitol, grape sugar, etc.) etc. - a water solvent (an example -) It is 
manufactured by dissolving, ****(ing) or emulsifying to oily solvents (vegetable oil, such as an 
example, olive oil, sesame oil, cottonseed cake oil, and corn oil, propylene glycol, etc.), such 
as distilled water, a physiological salt solution, and Ringer's solution, etc. Under the present 
circumstances, you may use additives, such as solubilizing agents (an example, salicylic acid 
sodium, acetic acid sodium, etc.), stabilizer (an example, a human serum albumin, etc.), and 
soothing agents (an example, benzyl alcohol, etc.), by request. 

[0013] (6) The crystal of disease this invention treated has acetylcholine esterase inhibitory 
action. Therefore, the crystal of this invention and the medicine constituent of this invention 
can be used as a prevention / medical treatment agent of golden age Alzheimer's disease. 
Moreover, the crystal of this invention and the medicine constituent of this invention can be 
used, for example as a bladder discharge power improvement agent. For example, it can use 
as the urination trouble which originates in 6 etc. from following 1, especially a prevention / 
medical treatment agent with difficult urination. 1) Prostatomegaly, 2 bladder cervix ******, 
three neuropathic bladders, four diabetes, five operations, a 6 low tensional bladder, and 7 
Sjogren syndromes (dry eye, dry mouse, and vagina dryness etc.). The low strain bladder 
more specifically according to prostatic hypertrophy, the low strain bladder by diabetes, The 
low strain bladder by diabetic neuropathy, an idiopathic low strain bladder (what is depended 
on aging is included), The low strain bladder by multiple sclerosis, the low strain bladder by 
Parkinson's disease, The low strain bladder by cord injury, the low strain bladder after an 
operation, the low strain bladder by a brain block, It can use as a prevention / medical 
treatment agent with difficult urination by the neuropathic bladder by diabetes, the neuropathic 
bladder by diabetic neuropathy, the neuropathic bladder by multiple sclerosis, the neuropathic 
bladder by Parkinson's disease, the neuropathic bladder by cord injury, the neuropathic 
bladder by a brain block, etc. Furthermore, the crystal of this invention and the medicine 
constituent of this invention can be used also as a prevention / medical treatment agent of 
urination troubles, such as frequent urination and urinary incontinence. 
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[0014] (7) The crystal of combination use this invention with other ** is a kind of the non-Culver 
mate system amine compound which has acetylcholine esterase inhibitory action. The non- 
Culver mate system amine compounds which have acetylcholine esterase inhibitory action, 
including the crystal of this invention, Although a medicine is prescribed for the patient for the 
medicine which treats the disease which causes urination troubles (for example, urination 
difficulty etc.), or other disease medical treatment, itself can use combining the medicine with 
which urination troubles (for example, urination difficulty etc.) are caused. As such "a non- 
Culver mate system amine compound which has acetylcholine esterase inhibitory action" They 
are the first amine compound, the second amine compound, and the third amine compound 
preferably that what is necessary is just the compound which has acetylcholine esterase 
inhibitory action, and does not have the Culver mate structure (-OCON-) in a molecule, but 
replaced the hydrogen atom of ammonia by the hydrocarbon group. Furthermore, the 
compound of 1-49 which are indicated below etc. is listed preferably. The compound which has 
at least one 5 to 7 member nitrogen-containing heterocycle as a partial structure among these 
compounds is desirable, the below-mentioned compound of 1, 20, 23, 41, 42, and 43 etc. is 
desirable, and especially the compound of 1 etc. is especially desirable. 

[0015] 1) Formula 
[Chemical formula 1] 

s (?) 

Ar-C- C — Y 

w» 

Ar is the phenyl group which may be condensed among [type, and this phenyl group may have 
a substituent. The hydrocarbon group in which, as for n, integer, R, and R' of 1 to 10 may have 
a hydrogen atom, a halogen atom, or a substituent, respectively, and Y show the nitrogen- 
containing saturation heterocyclic machine which may have the amino group which may have 
a substituent, or a substituent. The compound (it may be hereafter written as a compound (I)) 
expressed with ], or its salt. 

[0016] As a "substituent" of "this phenyl group may have a substituent by the phenyl group 
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which may be condensed" shown by Ar among the above-mentioned formula For example, 
low-grade alkyl-group and (ii) halogen atom by which (i) halogenation may be earned out A 
(fluoro Krol, Blom, iodine, etc.) low-grade (iii) alkylene dioxy machine [ for example, ] (For 
example C1-3 alkylene dioxy machines, such as methylene dioxy and ethylene dioxy) etc., (.v) 
A nitro group, the (v) cyano group, the (vi) hydroxy group, the lower alkoxy group that may be 
halogenated (vii), (viii) a cycloalkyl machine (for example, a cycle pro pill and cyclo butyl -) 
C3-6 cycloalkyl machines, such as cyclopentyl and cyclohexyl etc., (ix) The low-grade 
ARUKIRUCHIO machine, the (x) amino group which may be halogenated, (xi) a Monod low- 
grade alkylamino machine (for example, methylamino and ethylamino -) G (xi.) low-grade 
alkylamino machines (for example, G C1-6 alkylamino machines, such as dimethylam.no and 
diethylamino etc.), such as Monod C1-6 alkylamino machines, such as propylamino, 5 (xm), or 
a 7 membered-ring-like amino group (for example, except for one nitrogen atom - a nitrogen 
atom -) 5 which may have 1 to 3 hetero atoms chosen from an oxygen atom, a sulfur atom, 
etc or a 7 membered-ring-like amino group (an example -) pyrrolidino, piperidino, piperaz.no, 
morpholino, thiomorpholino, etc. - etc. - (xiv) a low-grade A. — - carbonylamino machine (for 
example, acetylamino ~) Propylamine, the G1-6 Al — - carbonylamino machine of ■ 
BUCHIRIRU amino etc., (xv) a low-grade ARUKIRU sulfonylamino machine (for example, 
methylsulfonylamino -) C1-6 ARUKIRU sulfonylamino machines, such as ethyl sulfonylamino 
and pro pill sulfonylamino etc., (xvi) Low-grade alkoxy carbonyl group (for example, 
f METOKISHIKARUBONIRU and ]) C1-6 alkoxy carbonyl groups, such as ethoxycarbonyl, 
propoxy KARUBONIRU, and iso butoxycarbonyl etc., (xvii) A KARUBOKISHI machine, a low- 
grade (xviii) Al — - carbonyl group (for example, C1-6 Al — - carbonyl groups, such as 
MECHIRUKARUBONIRU, ethyl KARUBONIRU, and butyl KARUBONIRU) etc. and cycloalkyl 
(xix) carbonyl groups (for example, cyclo propylcarbonyl - [, and ]) [ cyclo butyl ] [ cyclo pen 
chilca ] C3-6 cycloalkyl carbonyl groups, such as cyclohexyl KARUBONIRU etc., (xx) A 
carbamoyl group, a CHIOKARUBAMOIRU machine, a Monod (xxi) low-grade Al 
carbamoyl group for example, methylcarbamoyl - [, and ] [ ethyl ] [ pro pill ] G low-grade Al 
— - carbamoyl groups, such as Monod C1-6 Al carbamoyl groups (xxii), such as 
butylcarbamoyl, (-- for example, diethylcarbamoyl and a jib -- G C1-6 Al — - carbamoyl 
groups such as chilca RUBAMOIRU, etc. -) - (xxiii) a low-grade ARUKIRU sulfonyl group (for 
example methylsulfonyl -) C1-6 ARUKIRU sulfonyl groups, such as ethyl sulfo nil and pro p.ll 
sulfo nil etc., (xxiv) a cycloalkyl sulfonyl group (for example, cyclopentyl sulfo nil --) C3-6 
cycloalkyl sulfo nil, such as cyclohexyl sulfo nil etc., (xxv) A phenyl group, the Naff (xxv.) Chill 
machine (xxvii) phenyl low-grade alkyl groups (for example, phenyl C1-6 alkyl 
groups such as Ben Jill and phenylethyl etc.), a G (xxviii) phenyl low-grade alkyl group (for 
example [ and ]) [ diphenyl ] **** - (xxix) phenyl low-grade Al carbonyloxy group (for 
example phenylmethyl carbonyloxy -), such as G phenyl C1-6 alkyl groups, such as 
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diphenylethyl ****- phenyl C1-6 Al ****- carbonyloxy group, such as phenylethyl carbonyloxy ^ 
etc (xxx) G phenyl low-grade Al ****- carbonyloxy group (For example, G phenyl C1-6 Al ****- 
carbonyloxy group, such as diphenyl MECHIRU carbonyloxy and diphenylethyl carbonyloxy) 
etc (xxxi) A phenoxy group, a ****- (xxxii) phenyl low-grade Al *~- carbonyl group (for 
example [ and ]) [ phenylmethyl ] ****- phenyl C1-6 Al **"- carbonyl groups, such as 
phenylethyl KARUBONIRU etc., (xxxiii) A G phenyl low-grade Al ****- carbonyl group (For 
example G phenyl C1-6 Al ****- carbonyl groups, such as diphenyl MECHIRUKARUBONIRU 
and diphenylethyl KARUBONIRU) etc., (xxxiv) a benzoyl group, a FENOKISHI (xxxv) carbonyl 
group, and a phenyl (xxxvi) low-grade Al ****- carbamoyl group (for example, phenyl 
methylcarbamoyl -) Phenyl G1 -6 Al ****- carbamoyl groups, such as phenyl 
ECHIRUKARUBAMOIRU etc., (xxxvii) A phenylcarbamoyl machine, a phenyl (xxxvm) low- 
grade Al ****- carbonylamino machine (For example, phenyl C1-6 Al ****- carbonylamino 
machines such as phenyl MECHIRU carbonylamino and phenyl ethyl carbonylamino) etc., 
(xxxix) a phenyl low-grade alkylamino machine (for example, phenyl methylamino --) Phenyl 
C1-6 alkylamino machines, such as phenyl ethylamino etc., (xxxx) a phenyl low-grade 
ARUKIRU sulfonyl group (for example, phenyl methylsulfonyl --) Phenyl C1-6 ARUKIRU 
sulfonyl groups, such as phenyl ethyl sulfo nil etc., (xXxxi) A phenyl sulfonyl group, a phenyl 
(xxxxii) low-grade ARUKIRU sulfinyl group a (phenyls [, such as phenyl 
MECHIRUSURUFINIRU and phenyl ethyl SURUFINIRU, ] C1-6 ARUKIRU sulfinyl group I for 
example ]) phenyls (xxxxiii) low-grade ARUKIRU sulfonylamino machine (for example, phenyl 
methylsulfonylamino -) phenyl sulfonylamino machines (the above (xxv) - or (xxxxiv) a phenyl 
group -) such as phenyl C1-6 ARUKIRU sulfonylamino machines (xxxxiv), such as phenyl 
ethyl sulfonylamino Mono-[ the Naff Chill machine, a ****- phenyl low-grade alkyl group, a G 
phenyl low-grade alkyl group, ] -**** ****- low-grade Al ****- carbonyloxy group, G phenyl low- 
grade Al —- carbonyloxy group, A phenoxy group, a ****- phenyl low-grade Al ****- carbonyl 
group a G phenyl low-grade Al ****- carbonyl group, A benzoyl group, a FENOKISHI carbonyl 
group' a phenyl low-grade Al ****- carbamoyl group, A phenylcarbamoyl machine, a phenyl 
low-grade Al **** - carbonylamino machine, A phenyl low-grade alkylamino machine, a phenyl 
low-grade ARUKIRU sulfonyl group, [ a phenyl sulfonyl group, a phenyl low-grade ARUKIRU 
sulfinyl group, a phenyl low-grade ARUKIRU sulfonylamino machine, and a phenyl 
sulfonylamino machine ] furthermore, a low-grade alkyl group (for example, MECHIRU, ethyl, 
and a pro pill --) An iso pro pill, butyl, sec-butyl, tert-butyl, Penn Chill, Lower alkoxy groups, 
such as C1-6 ARUKIRU, such as HEKISHIRU, (for example, [ METOKISHI and ]) Ethoxy ** 
propoxy, isopropoxy, butoxy one, iso butoxy, C1-6 alkoxy **, such as sec-butoxy and tert- 
butoxy halogen atoms (for example, Krol, Blom, iodine, etc.), a hydroxy group, a benzyloxy 
machine an amino group, a Monod low-grade alkylamino machine (for example) Monod C1-6 
alkylamino, such as methylamino, ethylamino, and propylamino etc., A G low-grade alkylam.no 
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lorr1fi aikwiamino such as dimethylamino and diethylamino etc.), you 
machine for example, G C1-6 alkyiamino, sue j 

may have these 1 to 4 substituents. 

rnoi71 As the above-mentioned "low-grade alkyl group which may be halogenated" For 

etc JZ an example MECHIRU, chloromethy, f™™^^. 
„ethyl, Ethyl, « > eth^ and Penn 

rr7pEN a CH«U netpeS on 1 " 6*«u«o PENCH.RU. HEKISH1RU, 6 and 6 6- 
? a HEKIS «R ;r are menUoned. As the above-mentioned "lower alkoxy group which 

T ^JZ" For a alia the lower alkoxy group which may have 1 to 3 halogen 
may be halogenated For example, u.c ueTrnfiQHl and ethoxv ** propoxy, 

atoms (for example Krol, Blom, iodine, etc.) for example, METOKISHI and etnoxy pr p y, 
atoms (for example ™ , mentioned by C 1-6 alkoxy-group Hitoshi, such as .so 

difluoro METOKISHI, Wluoro iso bu.oxy. sec-butoxy, pentyloxy 

ones, isopropoxy, ^^^T^Zmo^ "low-grade ARUKIRUCHIO 
one, hexyloxy one, etc. are mentioneo. Mb me cu machine 

etc -- etc. -- [ t is mentioned and ] as an example ivic^n 

uoro MECHIRUCHIO, ECHIRUCHIO, Pro PIRUCHIO, iso ^^ B ^ mlaV °-. 
4 and 4 4-trifluoro BUCHIRUCHIO, iso BUCHIRUCHIO, sec-BUCHIRUCHIO, tert 
BUCHIRUCHIO, pliers RUCHIO, HEKISHIRUCHIO, etc. are mentioned. 

100181 As a "substituent" of », by the phenyl group which may be condensed, this phenyl group 
[0018] As a Dre er y ably(i)anamino group and (ii) Monodlow-gradealkylam.no 

may have a subshtuent , preferab* W an a 9 P ^ ^ 

machine (for example, methylamino -) Monoa o ai*ya a i kv i am ino 
Td propylamine etc., (iii) A G low-grade alkyiamino machine (for example, G C1-6 alkyiam.no 
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machines, such as dimethylamino and diethylamino etc.), (iv) For example, 5 or the 7 
membered-ring-like amino group which may have 1 to 3 hetero atoms chosen from a n.trogen 
atom, an oxygen atom, a sulfur atom, etc. in addition to one nitrogen atom (For 
pyrrolidine, piperidino, piperazino, morpholino, thiomorpholino, etc.), (v) a low-grade Al - 
carbonylamino machine (for example, acetylamino -) Propionylamino, the C1-6 Al - 
carbonylamino machine of BUCHIRIRU amino - etc., (vi) low-grade ARUKIRU sulfonylam.no 
machines (for example, C1-6 ARUKIRU sulfonylamino machines, such as 
methylsulfonylamino, ethyl sulfonylamino, and pro pill sulfonylamino etc.) and phenyl (v.) low- 
grade alkylamino (for example, phenyl methylamino -) Phenyl C1-6 alkylamino such as 
phenyl ethylamino etc., (viii) A phenyl low-grade ARUKIRU sulfonylamino machine (For 
example phenyl C1-6 Al ""- sulfonylamino machines, such as phenyl methylsulfonylamino 
and phenyl ethyl sulfonylamino) etc., (ix) A phenyl sulfonylamino machine, (x) halogen atom 
(For example,* fluoro, Krol, etc.), and the low-grade alkyl groups by which (xi) halogenatorv 
may be carried out And (xii) the lower alkoxy group which may be h**^ <^«^ 
MECHIRU, ethyl, an iso pro pill, tert-butyl, trifluoromethyl, etc.) for example, METOKISHI and 
ethoxy " isopropoxy and tert-butoxy - trifluoro METOKISHI etc. - etc. - [ it is menhoned and / 
G low-grade alkylamino machine ] especially (For example, G C1-6 alkylamino machines, such 
as dimethylamino and diethylamino) etc., 5 or 7 membered-ring-like amino groups (for 
example, pyrrolidine, piperidino, piperazino, morpholino, thiomorpholino, etc.) etc. wh.cn may 
have 1 to 3 hetero atoms chosen from a nitrogen atom, an oxygen atom, a sulfur atom, etc. ,n 
addition to one nitrogen atom are desirable. As an example which the "phenyl group o th.s 
phenyl group having a substituent" condenses by the phenyl group which may be (ed) 
condensed For example, when condensing with the monocycle type heterocycle which may 
have (1 ) substituent, (2) It condenses with 2 ring type heterocycle which may have a 
substituent, or when condensing with two same or different monocycles (however, at least one 
ring is monocycle type heterocycle), the case where it condenses with 3 ring type heterocycle 
which may have (3) substituents etc. is mentioned. 

[0019] as an example in case the phenyl group of "this phenyl group may have a substituent 
by the phenyl group which may be condensed" of the above (1) condenses with monocycle 
type heterocycle -- a formula 



[Chemical formula 2] 
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The benzene ring to which A ring may have a substituent, and B ring show among [type the 
heterocycle which may have a substituent. The basis expressed with ] is mentioned. As a 
substituent of A ring, the above-mentioned "substituent" etc. of "it is the phenyl group which 
may be condensed and this phenyl group may have a substituent" is mentioned, and the 
number of substituents is 1 to 3 pieces. 

[0020] 4 to 14 member (preferably 5 or 9 members) aromatic series or non-aromatic 
heterocycle etc. which contains 1 to 4 hetero atoms chosen from a nitrogen atom, an oxygen 
atom, and a sulfur atom as "heterocycle" of "the heterocycle which may have a substituent" 
shown with B ring, for example is mentioned. Specifically For example, PIRIJIN, PIRAJIN, 
PIRIMIJIN, IMIDAZORU, A franc, CHIOFEN, dihydroPIRIJIN, diazepine, oxazepine, Pylori gin, 
PIPERIJIN, hexamethyleneimine, heptamethyleneimine, A tetrahydro franc, PIPERAJIN, gay 
PIPERAJIN, tetrahydro oxazepine, MORUHORIN, CHIOMORUHORIN, PIRORU, PIRAZORU, 
1 and 2, 3-bird AZORU, OKISAZORU, oxazolidine, thia ZORU, thiazolidine, ISOOKI Southall, 
imidazoline, etc. are mentioned. Among these, the non-aromatic heterocycle of 5 to 9 
membered-rings containing one hetero atom or two same or different hetero atoms (For 
example, pylori gin, PIPERIJIN, hexamethyleneimine, heptamethyleneimine, a tetrahydro 
franc, PIPERAJIN, gay PIPERAJIN, tetrahydro oxazepine, MORUHORIN, CHIOMORUHORIN, 
etc.) etc. ~ it is desirable. The non-aromatic heterocycle containing one hetero atom chosen 
from the non-aromatic heterocycle, the (2)1 piece nitrogen atom and the nitrogen atom, 
oxygen atom, and sulfur atom containing one hetero atom especially chosen from (1), for 
example, a nitrogen atom, an oxygen atom, and a sulfur atom etc. is desirable. As a 
"substituent" of "the heterocycle which may have a substituent" shown with B ring For 
example, (i) halogen atom (for example, a fluoro, Krol, Blom, iodine, etc.), (ii) A nitro group, a 
cyano group (iii), (iv) OKISO machine, the (v) hydroxy group, (vi) a low-grade alkyl group (for 
example, MECHIRU, ethyl, a pro pill, and an iso pro pill --) Lower alkoxy groups, such as C1-6 
alkyl groups (vii), such as butyl, iso butyl, tert-butyl, and sec-butyl, for example, METOKISHI 
and ethoxy , propyloxy and isopropyloxy -- Low-grade (viii) ARUKIRUCHIO machines, such as 
C1-6 alkoxy groups, such as butyloxy, (For example, C1-6 ARUKIRUCHIO machines, such as 
MECHIRUCHIO, ECHIRUCHIO, and pro PIRUCHIO) etc., (ix) an amino group and (x) Monod 
low-grade alkylamino machine (for example, methylamino --) In addition to (xi) G low-grade 
alkylamino machines (for example, G C1-6 alkylamino machines, such as dimethylamino and 
diethylamino etc.), for example, (xiij, a carbon atom, such as Monod C1-6 alkylamino 
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machines, such as ethylamino and propylamine-, and one nitrogen atom, a nitrogen atom, 5 or 
the 7 membered-ring-like amino group which may have 1 to 3 hetero atoms chosen from an 
oxygen atom, a sulfur atom, etc. (For example, pyrrolidine piperidino, piperazino, morpholino, 
thiomorpholino, etc.), (xiii) a low-grade Al ****- carbonylamino machine (for example, 
acetylamino -) Propionylamino, the G1-6 Al carbonylamino machine of BUCHIRIRU 
amino **, etc., (xiv) a low-grade ARUKIRU sulfonylamino machine (for example, 
methylsulfonylamino --) C1-6 Al ****- carbonylamino machines, such as ethyl sulfonylamino 
etc., (xv) Low-grade alkoxy carbonyl group (for example, [ METOKISHIKARUBONIRU and ]) 
C1-6 alkoxy carbonyl groups, such as ethoxycarbonyl and propoxy KARUBONIRU etc., (xvi) A 
KARUBOKISHI machine, a low-grade (xvii) ARUKIRU carbonyl group (For example, C1 -6 Al 
****- carbonyl groups, such as MECHIRUKARUBONIRU, ethyl KARUBONIRU, and 
propylcarbonyl) etc., (xviii) A carbamoyl group, Monod (xix) low-grade ARUKIRU carbamoyl 
groups (for example, Monod C1-6 Al ****- carbamoyl groups, such as methylcarbamoyl and 
ethyl KARUBAMOIRU etc.), (xx) G low-grade ARUKIRU carbamoyl group (for example) G C1- 
6 Al ****- carbamoyl groups, such as JIMECHIRUKARUBAMOIRU and diethylcarbamoyl etc., 
(xxi) 1 to 5 pieces chosen from low-grade ARUKIRU sulfonyl groups (for example, G1-6 
ARUKIRU sulfonyl groups, such as methylsulfonyl, ethyl sulfo nil, and pro pill sulfo nit etc.) etc. 
are used. An OKISO machine, low-grade alkyl groups (for example, C1-6 alkyl groups, such as 
MECHIRU, ethyl, a pro pill, an iso pro pill, butyl, iso butyl, tert-butyl, and sec-butyl etc.), etc. 
are desirable especially. Especially an OKISO machine etc. is desirable. 

[0021] B ring when B ring has a nitrogen atom in a ring is a formula in a ring. R1 shows the 
heterocyclic machine which may have the hydrocarbon group, acyl group, or substituent which 
may have a hydrogen atom and a substituent among a >N-R1[type. You may have the basis 
expressed with ]. Furthermore, B ring does not have the above-mentioned substituent (i) or 
(xxi) 1 , and you may have it three pieces. [ the "hydrocarbon group" of "the hydrocarbon group 
which may have a substituent" shown by R1 ] The basis excluding one hydrogen atom from 
the hydrocarbon compound is shown, and the following alkyl groups, an alkenyl group, an 
alkynyl group, a cycloalkyl machine, an aryl group, an ARARUKIRU machine, the basis of such 
combination, etc. are mentioned as the example, for example. Among these, C1 -16 
hydrocarbon group etc. is desirable. (1) an alkyl group (for example, MEGHIRU, ethyl, a pro 
pill, and an iso pro pill --) Butyl, iso butyl, tert-butyl, sec-butyl, Penn Chill, C, such as 
HEKISHIRU.1-6 alkyl-group (2) alkenyl groups for example, vinyl, ARIRU, isopropenyl, 
butenyl, and iso butenyl -- C, such as sec-butenyl,2-6 alkenyl-group (3) alkynyl groups (4) 
cycloalkyl machine (For example, C2-6 alkynyl groups, such as propargyl, ECHINIRU, butynyl, 
and 1-hexynil etc.) (Five) bridge ring type low-grade saturated hydrocarbon machine (For 
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example, C3-6 cycloalkyl machines, such as a cyclo pro pill, cyclo butyl, cyclopentyl, and 
cyclohexyl etc.) (For example, bicyclo [3.2.1] oct 2-IRU, bicyclo [3.3.1] 2 - [ IRU and ]) 
Bridge ring type [, such as ************- 1-iRU, ] C8-14 saturated-hydrocarbon machine (6) aryl 
groups for example, a phenyl, 1-Naff Chill, 2-Naff Chill, BIFENIRU, and 2-indenyl - C6-14 aryl 
groups, such as 2-anthryl, etc. - desirable - (7) ARARUKIRU machines (for example, Ben Jill, 
phenylethyl, phenylpropyl, phenyl butyl, and Feni Le Pen Chill -), such as a phenyl group 
phenyl C1-10 ARUKIRU;, such as phenyl HEKISHIRU, - Naff ****- C1-6 ARUKIRU;, such as 
alpha-NAFUCHIRUMECHIRU, ~ [ and ] [ diphenyl ] (8) ****- roux alkenyl groups (for example, 
styryl -), such as C7-16 ARARUKIRU machines, such as diphenyl C1-3 ARUKIRU, such as 
diphenylethyl (9) Ali Lou C2-12 alkynyl groups, such as C6-14 Ali Lou C2-12 alkenyl groups, 
such as phenyl C2-12 ARUKENIRU, such as SHINNAMIRU, 4-phenyl 2-butenyl, and 4-phenyl 
3-butenyl, (For example, C6-14 Ali Lou C2-12 alkynyl groups, such as phenyl C2 -12 alkynyl, 
such as phenyl ECHINIRU, 3-phenyl 2-propynyl, and 3-phenyl l^propynyl, etc.) (10) cycloalkyl 
alkyl group (for example) Cyclopropyl methyl, cyclo butyl MECHIRU, cyclopentyl MECHIRU, 
cyclohexyl MECHIRU, cycloheptyl MECHIRU, cyclo propylethyl, cyclo butyl ethyl, cyclopentyl 
ethyl, cyclohexyl ethyl, cycloheptyl ethyl, cyclo PUROPIRU PUROPIRU, A cyclo butyl pro pill, 
a cyclopentyl pro pill, a cyclohexyl pro pill, a cycloheptyl pro pill; cyclo pro pill butyl, cyclo butyl 
butyl, cyclopentyl butyl, cyclohexyl butyl, cycloheptyl butyl, cyclo pro pill PENCHIRU, C3-7 
cycloalkyl C1-6 alkyl groups, such as cyclo butyl PENCHIRU, cyclopentyl PENCHIRU, 
cyclohexyl PENCHIRU, cycloheptyl PENCHIRU, cyclo pro pill HEKISHIRU, cyclo butyl 
HEKISHIRU, cyclopentyl HEKISHIRU, and cyclohexyl HEKISHIRU etc. (11) Ali Lou Ali Lou 
C1-10 alkyl groups (for example, BIFENIRUMECHIRU, BIFE nil ethyl, etc.) 

[0022] As a desirable thing of the "hydrocarbon group" of "the hydrocarbon group which may 
have a substituent" shown by R1, they are C 1-6 alkyl group, a C3-6 cycloalkyl machine, a C7- 
16 ARARUKIRU machine, etc., for example. Furthermore, they are C7-10 ARARUKIRU 
machines etc. preferably (for example, phenyl C1-4 ARUKIRU, such as Ben Jill, phenylethyl, 
and phenylpropyl etc.). As a "substituent" of "the hydrocarbon group which may have a 
substituent" shown by R1 for example, (i) halogen atom (for example, a fluoro, Krol, and Blom - 
-) The (ii) nitro group and cyano groups (iii), such as iodine, (iv) OKISO machine, (v) A hydroxy 
group, the low-grade alkyl group by which (vi) halogenation may be carried out, (vii) The lower 
alkoxy group which may be halogenated, the low-grade ARUKIRUCHIO machine which may 
be halogenated (viii), (ix) an amino group and (x) Monod low-grade alkylamino machine (for 
example, methylamino --) Monod C1-6 alkylamino machines, such as ethylamino and 
propylamino etc., (xi) A G low-grade alkylamino machine (for example, G C1-6 alkylamino 
machines, such as dimethylamino and diethylamino etc.), (xii) For example, 5 or the 7 
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membered-ring-like amino group which may have 1 to 3 hetero atoms chosen from a nitrogen 
atom, an oxygen atom, a sulfur atom, etc. in addition to a carbon atom and one nitrogen atom 
a (pyrrolidino, piperidino, piperazino, morpholino, thiomorpholino, etc.) low-grade (xm) Al - 
carbonylamino machine (for example, acetylamino and propionylamino -) [ for example, ] Low- 
grade (xiv) ARUKIRU sulfonylamino machines, such as a C1-6 Al — - carbonylamino mach.ne 
of BUCHIRIRU amino " (For example, C1-6 Al sulfonylamino machines, such as 
methylsulfonylamino and ethyl sulfonylamino) etc., (xv) Low-grade alkoxy carbonyl group (for 
example [ METOKISHIKARUBONIRU and ]) C1-6 alkoxy carbonyl groups, such as 
ethoxycarbonyl and propoxy KARL) BON I RU etc. , (xvi) A KARUBOKISHI machine, a low-grade 
(xvii) Al — - carbonyl group (For example, C1-6 Al carbonyl groups, such as 
MECHIRUKARUBONIRU, ethyl KARUBONIRU, and propylcarbonyl) etc., (xviii) A carbamoyl 
group a CHIOKARUBAMOIRU machine, a Monod (xix) low-grade Al **"- carbamoyl group 
(For example Monod C1-6 Al carbamoyl groups, such as methylcarbamoyl and ethyl 
KARUBAMOIRU) etc:, (xx) G low-grade Al carbamoyl group (for example, 
[ JIMECHIRUKARUBAMOIRU and ]) Low-grade (xxi) ARUKIRU sulfonyl groups, such as G 
C1-6 Al **** - carbamoyl groups, such as diethylcarbamoyl, (for example, C1-6 ARUKIRU 
sulfonyl groups, such as methylsulfonyl, ethyl sulfo nil, and pro pill sulfo nil etc.), (xxii) A low- 
grade alkoxy — low-grade alkyl group for example, METOKISHI carbonylmethyl and 
ethoxy carbonylmethyl - tert-butoxy carbonylmethyl, METOKISHI carbonylethyl, METOKISHI 
carbonylmethyl, METOKISHIKARUBONIRU (JIMECHIRU) MECHIRU, C1-6 Al 
KIRU**KARUBONIRU** C1 -6 alkyl groups, such as ethoxycarbonyl (JIMECHIRU) MECHIRU 
and tert-butoxycarbonyl (JIMECHIRU) MECHIRU etc., (xxiii) Calvo — - low-grade alkyl group 
(for example [ KARUBOKISHIRUMECHIRU and ]) Calvo **** - C1-6 alkyl groups, such as 
KARUBOKISHIRU ethyl and KARUBOKISHI RU (JIMECHIRU) MECHIRU etc., (xxiv) The 
heterocyclic machine, C(xxv)6-14 aryl group which may have a substituent A (phenyl, Naff 
Chill etc.) C(xxvi)7-16 ARARUKIRU machine [ for example, ] (For example, Ben Jill) etc. and 
the UREIDO machines which may have a substituent (xxvii) (For example, UREIDO, 3- 
MECHIRUU RAID, 3-ECHIRUU RAID, 3-phenyl RAID, 3-(4-fluoro phenyl) UREIDO, 3-(2- 
methylphenyl) UREIDO, 3-(4-methoxypheny) UREIDO, 3 - (2, 4-difluoro phenyl) [ UREIDO 
and 1) 3-[3 and 5-bis(trifluoromethyl) phenyl] UREIDO, 3-benzoRUUREIDO, 3-(1-Naff Chill) 
UREIDO 3-(2-biphenylyl) UREIDO, etc., (xxviii) The CHIOU RAID machine which may have a 
substituent for example, CHIOU RAID, 3-MECHIRUCHIOU RAID, and 3-ethyl CHIOU RAID - 
3-phenylthio RAID, 3-(4-fluoro phenyl) CHIOU RAID, 3-(4-methylpheny.) CHIOU ^ RAID, 3-(4- 
methoxypheny) CHIOU RAID, 3-(2, 4-dichlorophenyl) CHIOU RAID, 3-benzoRUCHIOU RAID, 
The AMIJINO machine which may have substituents (xxix), such as 3-(1-Naff Chill) CHIOU 
RAID (For example, AMIJINO, N1 - [ and ]) [ MECHIRUAMIJINO and ] [ N1-ethyl ] N1-phenyl 
AMIJINO N1 N1-JIMECHIRUAMIJINO, N1, N2-JIMECHIRUAMIJINO, the guanidino mach.ne 



I I 1 : O \~>A\ 



.hin/tran web cei eiie?u=http%3A%2F%2Fdossier2%2... 8/22/2007 



Page 18 of 76 



(for example, guanidino and 3-MECHIRU guanidino -) which may have substituents (xxx), 
such as N1-— *• N1-ethyl AMIJINO. N1, N1-JIECHIRUAMIJINO, N1-"*"*- N1-phenyl 
AMIJINO, N1 , and N1-JI (4-nitrophenyl) AMIJINO The annular aminocarbonyl machine wh,ch 
may have substituents (xxxi), such as 3 and 3-JIMECHIRU guanidino, 3, and 3-JIECH RU^ 
guanidino, for example, pyrrolidine KARUBONIRU, piperidino KARUBONIRU and Calvo (4- 
MECHIRU piperidino) Nils - Calvo Nils, Calvo (4-BENJIRU pip erldino) I «M£ envl 
piperidino) Calvo Nils, [4-(4-fluoro BENZOIRU) piperidino] Calvo N,ls, (4-BENZO RU 
piperidino) Calvo Nils, Calvo (4-phenyl piperazino) Nils, (4-MECHIRU piperaz.no) [4-(4- 
nitrophenyl) piperazino) Calvo Nils, Calvo (4-BENJIRU piperazino) Nils, The amino 
thiocarbonyl group which may have substituents (xxxii), such as morphol.no carbonyl and 
thiomorpholino carbonyl, (For example, amino CHIOKARUBONIRU, me.hylamino 
CHIOKARUBONIRU, dimethylamino CHIOKARUBONIRU, etc.), and the ammo sulfonyl 
nroups which may have a substituent (xxxiii) (for example, amino sulfo nil, methylamino sulfo 
nil JIMECHIRU) Phenyls sulfonylamino which may have a substituent (xxxiv), such as ammo 
sulfo nil for example, phenyl sulfonylamino and sulfonylamino (4-methylphenyl) - 
Sulfonylamino, sulfonylamino (2, 5-dichlorophenyl), (4-chlorophenyl) Sulfonylamino, 
sulfonylamino (4-ace.ylamino phenyl), (4-me.hoxypheny) * 
phenyl sulfonylamino, (4-nitrophenyl) (xxxvi) The Sour Finot machine, a SURUFENO M 
machine, a C(xxxviii)1-6 ARUKIRU sulfonic group A (MECHIRU sulfo, ethy^ s* ,, pro p., ^ulfo, 
Ptc > C(xxxix)1-6 ARUKIRUSU Rutino machine [ for example, 1 (For example, MECHIRUSU 
Ru*o KHIRUSU Ruflno, pro PIRUSU Rufino, etc.), (xxxx) C« ARUKIRUSURUFENO ^ 
machines (for example, MECHIRUSURUFENO, ethyl SURUFENO, pro Pirus RUFENO etcO 
a phosphono (xxxxi) machine, a G (xxxxii) C1-6 alkoxy phosphoryl group (for example [.and )) 
i dimethoxy ) I diethoxy ) dipropoxy HOSUHORIRU etc. - etc. -from - 1 to 5 selected pieces 
preferably 1 to 3 pieces) are mentioned. Preferably Among these, a halogen atom the alkyl 
qroup which may be halogenated, The alkoxy group, hydroxy group, nitro group which may be 
halogenated, A cyano group, a KARUBOKISHI machine, a C1-6 alkoxy carbonyl group, a 
carbamoyl group, An amino thiocarbonyl group, a Monod C1-6 A, carbamoyl group A G 
C1-6 Al - carbamoyl group, an amino group, a Monod C1-6 alkylammo machine, A G C1-6 
alkylamino machine, 5 or a 7 membered-ring-iike amino group, a C1-6 Al — carbonylamino 
machine, a phenyl sulfonylamino machine, a C1-6 ARUKIRU sulfonylamino machine, etc. are 
mentioned. 

[0023] As a "heterocyclic machine" of the above "heterocyclic machine which may have a 
substituent" For example, the basis which removes one hydrogen atom and is made from 5 
containing 1 to 6 hetero atoms (preferably 1 to 4 pieces) chosen from a nitrogen atom, an 
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oxygen atom, and a sulfur atom or 14 member (monocycle type, 2, or 4 ring type) heterocycle 
is used. As a monocycle type heterocyclic machine, PIRIJIN, PIRAJIN, PIRIMIJIN, 
IMIDAZORU, A franc, CHIOFEN, dihydroPIRIJIN, diazepine, oxazepine, Pylori gin, PIPERIJIN, 
hexamethyleneimine, heptamethyleneimine, A tetrahydro franc, PIPERAJIN, gay PIPERAJIN, 
tetrahydro oxazepine, MORUHORIN, CHIOMORUHORIN, PIRORU, PIRAZORU, 1 and 2, 3- 
bird AZORU, The basis which removes one hydrogen atom and is made from monocycle type 
heterocycles, such as OKISAZORU, oxazolidine, thia ZORU, thiazolidine, ISOOKI Southall, 
imidazoline, bird AZORU, thiadiazole, oxadiazole, OKISA thiadiazole, triazine, and tetra- 
ZORU, is mentioned. As 2 ring type heterocycle, for example Indore, dihydroindol, Isoindole, 
dihydroisoindole, a benzofranc, a dihydrobenzofranc, Benzimidazole benzoxazole, 
benzisoxazole, Benzothia ZORU, indazole, Kino Lynne, tetrahydroquinoline, Iso KINORIN, 
tetrahydroisoquinoline, tetrahydro 1H-1 -BENZU azepine, Tetrahydro 1H-2-BENZU azepine, 
tetrahydro- 1 H-3-BENZU azepine, The basis which removes one hydrogen atom and is made 
from 2 ring type heterocycles, such as tetrahydro BENZU oxazepine, quinazoline, tetrahydro 
quinazoline, KINOKI Sarin, tetrahydro KINOKI Sarin, BENZOJI oxane, a benzoJIOKI sole, 
benzothia gin, and imidazopyridine, is used. The basis which removes one hydrogen atom and 
is made as 3 or a 4 ring type heterocyclic machine from 3 or 4 ring type heterocycles, such as 
AKURIJIN, tetrahydro AKURIJIN, pyrrolo KINORIN, pyrrolo in DORU, cyclopent Indore, and 
iso inddlo BENZU azepine, is mentioned. 

[0024] The basis which removes one hydrogen atom and is made from monocycle or 2 ring 
type heterocycle as ** "heterocyclic machine" is desirable. The "substituent" of "the. heterocycle 
which may have a substituent" shown with the above-mentioned B ring as a "substituent" of ** 
"heterocyclic machine which may have a substituent" is mentioned, and the number of 
substituents is 1 to 5 pieces. As "a hydrocarbon group which may have a substituent" shown 
by R1, preferably The C7-16 ARARUKIRU machines (preferably Ben Jill etc.) which may have 
1 to 5 substituents chosen from a halogen atom, C1-6 ARUKIRU, C1-6 alkoxy ** nitroglycerine, 
cyano and HIDOROKISHI are mentioned, as the "acyl group" shown by the above R1 -- for 
example - formula:-(C=0)-R2, -(C=0)-OR2, and -(C=0)- NR2R3, -S02-R2, -S0-R2, and - 
(C=S)-OR2 or - among a -(C=S) NR2R3[type R2 and R3 may form the nitrogen ring machine 
which may have a substituent with the nitrogen atom which shows the heterocyclic machine 
which may have the hydrocarbon group or (iii) substituent which may have the (i) hydrogen 
atom and the (ii) substituent, or combines R2 and R3 mutually and adjoins, respectively. The 
acyl group expressed with ] is mentioned, among these -- desirable -- formula:-(C=0)-R2 -- or - 
- -(C=0)- each sign shows the above and this meaning among a NR2R3[type. It is the acyl 
group expressed with ]. 
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[0025] What has "the hydrocarbon group which may have a substituent" shown by R2 or R3 
and "the heterocyclic machine which may have a substituent" be [ the same as that of "the 
hydrocarbon group which may have a substituent" and "the heterocyclic machine which may 
have a substituent" shown by the above R1 ] it is mentioned, respectively. As "a nitrogen ring 
machine which may have a substituent" formed by R2 and R3 The nitrogen-containing 
saturation heterocyclic machine of 5 or 9 members (preferably 5 or 7 members) which may 
contain 1 to 3 hetero atoms chosen, for example from a nitrogen atom, an oxygen atom, and a 
sulfur atom in addition to a carbon atom and one nitrogen atom is mentioned. More 
specifically, it is a formula, for example. 



[Chemical formula 3] 



0 -O -' 



N NH — N ,0 




-N 




It comes out and the basis expressed is mentioned. 



[0026] The thing same as a "substituent" of ** "nitrogen ring machine which may have a 
substituent" as the "substituent" of "the heterocycle which may have a substituent" shown with 
the above-mentioned B ring is mentioned, and the number of substituents is 1 to 5 pieces. C1- 
6 ARUKIRU by which the (i) hydrogen atom and (ii) halogenation may be preferably carried out 
as R2 and R3, (iii) C -- one - six -- ARUKIRU -- and - C -- one - six - ARUKOKISHI -- from -- 
choosing -- having -- a substituent - one - or - three - a piece - having - **** -- G - six - ten 
-- ARIRU -- C (iii) - seven - 16 - ARARUKIRU (an example, Ben Jill, etc.) -- (- iv --) - five » 
or .. S jx - a member - heterocycle -- machines (an example, pyridyl, CHIENIRU, a frill, etc.) - 
etc. -- mentioning - having . As an "acyl group" shown by the above R1, preferably 
HORUMIRU and C1-6 Al ****- Calvo Nils (an example --) who may be halogenated 5 or 6 
member heterocyclic Calvo Nils (an example -), such as ASECHIRU, trifluoroacetyl, and pro 
PIONIRU Pyridyl KARUBONIRU, CHIENIRUKARUBONIRU, frill KARUBONIRU, etc., C6-14 
Ali Lou Calvo Nils (an example, BENZOIRU, and 1-naphthoyl -) C7-16 **********- Calvo Nils 
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(an example, phenylacetyl, 3-phenyl pro PIONIRU, etc.), such as 2-naphthoyl, C6-10 ARIRU 
sulfo nil (an example, benzenesulphonyl, NAFUCHIRU sulfo nil, etc.), etc. are mentioned. R1 
is a hydrogen atom, C1-6 ARUKIRU, C1-6AI .****- Calvo Nils, C6-14 Ali Lou Calvo Nils, etc. 
preferably. 

[0027] The above-mentioned formula 



[Chemical formula 4] 




[ come out and ] as an example of a basis expressed 2 and 3-dihydrobenzofranc; 3 and 4- 
dihydro2H-1-benzothiopyran; 2, 3-dihydro1H-lndore;1, 2 and 3, 4-tetrahydroquinoline;2, 3- 
dihydro1H-isoindole;1, 2 and 3, 4-tetrahydroisoquinoline;2, 3 and 4, 5-tetrahydro 1H-1-BENZU 
azepine, BENZU azepine;1, such as 2, 3, 4, 5-tetrahydro 1 H-2-BENZU azepine, 2, 3 and 4, 
and 5-tetrahydro 1H-3-BENZU azepine, 2, 3, 4 and 5, 6-hexahydro 1 -BENZU azocine, BENZU 
azocine;2, such as 1, 2, 3, 4, 5, 6-hexahydro 2-BENZU azocine, 1, 2, 3, 4 and 5, and 6- 
hexahydro 3-BENZU azocine, 3, 4, 5 and 6, 7-hexahydro 1 H-1-BENZUAZONIN, 2, 3, 4, 5, 6, 
7-hexahydro 1 H-2-BENZUAZONIN, 2, 3, 4, 5 and 6, 7-hexahydro 1 H-3-BENZUAZONIN, 2, 3, 
4, 5, 6, Benzimidazoles [, such as a benzothia ZORU;2, such as benzoxazole;2, such as 
BENZUAZONIN;2, such as 7-hexahydro 1 H-4-BENZUAZONIN, and 3-dihydrobenzoxazole, 
and 3-dihydrobenzothia ZORU, and 3-dihydro1 H-benzimidazole, ]; 3, 4-d i hydro 1H-2, 1- 
benzoxadine, 3, 4-dihydro1H-2, 3-benzoxadine, 3, 4-dihydro2H-1 , 2-benzoxadine, 3, 4- 
dihydro2H-1, 4-benzoxadine, Benzoxadine;3, such as 3, 4-dihydro2H-1, 3-benzoxadine, 3, 4- 
dihydro2H-3, and 1-benzoxadine, 4-dihydro1H-2, 1-benzothia gin, 3, 4-dihydro1H-2, 3- 
benzothia gin, 3, 4-dihydro2H-1, 2-benzothia gin, Benzothia gin;1, such as 3, 4-dihydro2H-1 , 4- 
benzothia gin, 3, 4-dihydro2H-1, 3-benzothia gin, 3, 4-dihydro2H-3, and 1 -benzothia gin, 2 and 
3, 4-tetrahydro cinnoline, 1, 2 and 3, 4-tetrahydro lid RAJIN, BenzoJIAJIN;3, such as 1, 2, 3, 4- 
tetrahydro quinazoline, 1, 2 and 3, and 4-tetrahydro KINOKI Sarin, 4-dihydro1, 2- 
BENZUOKISACHIIN, 3, 4-dihydro2, 1-BENZUOKISACHIIN, 2, 3-dihydro1, 4- 
BENZUOKISACHIIN, 1 , 4-dihydro2, 3-BENZUOKISACHIIN, 4H-1, 3-BENZUOKISACHIIN, 
BENZUOKISACHIIN;3, such as 4H-3 and 1-BENZUOKISACHIIN, 4-dihydro1, 2-benzodioxine, 
2, 3-dihydro1, 4-benzodioxine, 1, 4-dihydro2, 3-benzodioxine, Benzodioxine;3, such as 4H-1 
and 3-benzodioxine, 4-dihydro1, 2-BENZUJICHIIN, 2, 3-dihydro1, 4-BENZUJICHIIN, 1,4- 
dihydro2, 3-BENZUJICHIIN, BENZUJICHIIN;2, such as 4H-1 and 3-BENZUJICHIIN, 3 and 4, 
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5-tetrahydro 1, 2-BENZU oxazepine, 2, 3, 4, 5-tetrahydro 1, 3-BENZU oxazepine, 2, 3 and 4, 
5-tetrahydro 1 , 4-BENZU oxazepine, 2, 3 and 4, 5-tetrahydro 1 , 5-BENZU oxazepine, 1 , 3, 4, 
5-tetrahydro 2, 1-BENZU oxazepine, 1, 3 and 4, 5-tetrahydro 2, 3-BENZU oxazepine, 1, 3, 4, 

5- tetrahydro 2, 4-BENZU oxazepine, 1, 2 and 4, 5-tetrahydro 3, 1-BENZU oxazepine, BENZU 
oxazepine;2, such as 1, 2, 4, 5-tetrahydro 3, 2-BENZU oxazepine, 1,2 and 3, 5-tetrahydro 4, 
and 1-BENZU oxazepine, 3 and 4, 5-tetrahydro 1, 2-benzothiazepine, 2, 3, 4, 5-tetrahydro 1, 

4- benzothiazepine, 2, 3 and 4, 5-tetrahydro 1, 5-benzothiazepine, 1, 3, 4, 5-tetrahydro 2, 1- 
benzothiazepine, 1, 3 and 4, 5-tetrahydro 2, 4-benzothiazepine, 1, 2, 4, 5-tetrahydro 3, 1- 
benzothiazepine, 1, 2 and 4, 5-tetrahydro 3, 2-benzothiazepine, Benzothiazepine;2, such as 1, 

2, 3, 5-tetrahydro 4, and 1-benzothiazepine, 3 and 4, 5-tetrahydro 1H-1, 2'benzothiazepine, 2, 
3 and 4, 5-tetrahydro 1H-1, 3-benzodiazepine, 2, 3, 4, 5-tetrahydro 1H-1, 4-benzodiazepine, 2, 

3, 4, 5-tetrahydro 1H-1, 5-benzodiazepine, 2, 3, 4, 5-tetrahydro 1H-2, 3-benzodiazepine, 
Benzodiazepine - ^, such as 2, 3, 4, 5-tetrahydro 1H-2, and 4-benzodiazepine, 5-dihydro1, 3- 
BENZOJI oxepin, 4, 5-dihydro3H-1, 2-BENZOJI oxepin, 2, 3-dihydro5H-1, 4-BENZOJI oxepin, 
3, 4-dihydro2H-1, 5-BENZOJI oxepin, 4, 5-dihydro1H-2, 3-BENZOJI oxepin, BENZOJI 
oxepin ;4, such as 1, 5-dihydro2, and 4-BENZOJI oxepin, 5-dihydro1H-2, 3-benzothiepine, 
BENZOJI thiepine, such as 1, 5-dihydro2, 4-BENZOJI thiepine, 3, 4-dihydro2H-1 , 5-BENZOJI 
thiepine, 2, 3-dihydro5H-1, and 4-BENZOJI thiepine, 3, 4 and 5, 6-tetrahydro 2H-1, 5- 
BENZUOKISAZOSHIN, BENZUOKISAZOSHIN;3, such as 3, 4, 5, 6-tetrahydro 2H-1, and 6- 
BENZUOKISAZOSHIN, 4 and 5, 6-tetrahydro 2H-1, 5-benzothia ZOSHIN, 3, 4, 5, 6-tetrahydro 
2H-1, Benzothia ZOSHIN;, such as 6-benzothia ZOSHIN 1, 2, 3, 4, 5, 6-hexahydro 1, 
BenzoJIOKISOSHIN;1, such as BENZUOKISA thiosin;2, such as BENZOJI azocine;2, such as 

6- BENZOJI azocine, 3 and 4, 5-tetrahydro 1 , and 6-BENZUOKISA thiosin, 3 and 4, 5- 
tetrahydro 1, and 6-benzoJIOKISOSHIN, 3, 5-Ben Benzobird oxepin;3, such as ZOTORI 
oxepin, 5H-1, 3, and 4-benzobird oxepin, 4-dihydro1H-5, 2, 1 -BENZUOKISA thiazepine, 3, 4- 
dihydro2H-5, 1, 2-BENZUOKISA thiazepine, 4, and 5-dihydro -- 3, 1, and 4-BENZUOKISA 
thiazepine - BENZUOKISA thiazepine;2, such as 4, 5-dihydro3H-1, 2, and 5-BENZUOKISA 
thiazepine, 3 and 4, and 5-tetrahydro -- BENZUOKISA diazepine;2, such as 1, 3, and 4- 
BENZUOKISA diazepine, 3 and 4, and 5-tetrahydro -- 1 and 3 - benzobird azepine;4, such as 
BENZU thia diazepine;2, such as 5-BENZU thia diazepine, 3 and 4, 5-tetrahydro 1H-1, 2, and 

5- benzobird azepine, and 5-dihydro -1,3, and 2-benzoOKISA thiepine - 4, 5-dihydro1H-2, 3- 
BENZUOKISA thiepine, 3, 4-dihydro2H-1 , 5-BENZUOKISA thiepine, 4, 5-dihydro3H-1 , 2- 
BENZUOKISA thiepine, 4, 5-dihydro3H-2, 1-BENZUOKISA thiepine, 2, 3-dihydro5H-1 , 4- 
BENZUOKISA thiepine, 2, 3-dihydro5H-4, 1-BENZUOKISA thiepine, etc., Especially 2, 3, 4, 5- 
tetrahydro 1 H-3-BENZU azepine, The basis which removes one hydrogen atom and is made 
from 2 ring type condensation benzene rings, such as 2, 3, 4, 5-tetrahydro 1H-2-BENZU 
azepine, 2, 3-dihydro1H-lndore, 2, 3 and 4, 5-tetrahydro 1, and 4-BENZU oxazepine, is 
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mentioned. 

[0028] Among these, as a desirable example, it is a formula. 
[Chemical formula 5] 

Each sign of 5 or the nitrogen-containing heterocycle of 9 members, and others by which B' 
ring may be further replaced with the OKISO machine shows the above and this meaning 
among [type. The basis expressed with ] is mentioned. 

[0029] As "nitrogen-containing heterocycle of 5 or 9 members" of ** "nitrogen-containing 
heterocycle of 5 which may be further replaced with the OKISO machine, or 9 members" The 
nitrogen-containing heterocycle of 5 or 9 members which may contain 1 to 3 hetero atoms 
chosen, for example from a nitrogen atom, an oxygen atom, and a sulfur atom in addition to a 
carbon atom and one nitrogen atom is mentioned. The non-aromatic nitrogen-containing 
heterocycles (for example, pylori gin, PIPERIJIN, hexamethyleneimine, heptamethyleneimine, 
PIPERAJIN, gay PIPERAJIN, tetrahydro oxazepine, MORUHORIN, CHIOMORUHORIN, etc.) 
of 5 or 9 members etc. are used preferably. Among these, as a more desirable example, it is a 
formula. 



[Chemical formula 6] 




R1 shows the above and this meaning among [type. The basis expressed with ] is mentioned. 
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It is a formula especially preferably. 



[Chemical formula 7] 




R1 shows the above and this meaning among [type. The basis expressed with ] is mentioned. 

[0030] The phenyl group of ", by the phenyl group which may be condensed, this phenyl group 
may have a substituent" of the above (2) condenses with 2 ring type heterocycle which may 
have a substituent. Or as an example in the case of condensing with two same or different 
monocycles (however, at least one ring being monocycle type heterocycle), it is a formula, for 
example. 



[Chemical formula 8] 




The heterocycle in which, as for A ring, either the above, this meaning, C ring or D ring may 
have a substituent, and another side show among [type 5 to 9 membered-rings which may 
have a substituent. The basis expressed with ] is mentioned. 

[0031] As "heterocycle" of "the heterocycle which may have a substituent" shown with C ring or 
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D ring, "the heterocycle which may have a substituent" shown with B ring is mentioned. [ "5 to 
9 membered-rings" of the "5 to 9 which may have a substituent membered-rings" shown with C 
ring or D ring ] You may contain 1 to 3 hetero atoms chosen from a nitrogen atom, an oxygen 
atom, and a sulfur atom. For example, 5 or 9 member heterocycle (for example, [ PIRIJIN, 
PIRAJIN, PIRIMIJIN and ]) IMIDAZORU, Fran, CHIOFEN, dihydroPIRIJIN, diazepine, 
Oxazepine, pylori gin, PIPERIJIN, hexamethyleneimine, heptamethyleneimine, A tetrahydro 
franc, PIPERAJIN, gay PIPERAJIN, tetrahydro oxazepine, 5 to 9 member carbon rings (for 
example, benzene, a cyclo pen tongue, a cyclo pen ten, cyclo HEKISAN, cyclo HEKISEN, 
cyclohexa JIEN, cycloheptane, cyclo HEPUTEN, cycloheptadiene, etc.), such as 
MORUHORIN and CHIOMORUHORIN, etc. are mentioned. Among these, 5 to 7 membered- 
rings are desirable. Benzene, cyclo HEKISAN, etc. are desirable especially. The thing same as 
a "substituent" of "5 to 9 membered-rings which may have a substituent" as the "substituent" of 
"the heterocycle which may have a substituent" shown with the above-mentioned B ring is 
mentioned. 

[0032] The above-mentioned formula 
[Chemical formula 9] 



Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ], KARUBAZORU, 1, 2, 3, 4 and 4a, 9a-hexahydro KARUBAZORU, 9, 10- 
dihydroAKURIJIN, 1, 2 and 3, 4-tetrahydro AKURIJIN, 10 and 11-dihydro5H-JIBENZU [b, f] 
azepine, 5, 6 and 7, 12-tetrahydro JIBENZU [b, g] azocine, 6 and 11-dihydro5H-JIBENZU [b, 

e] azepine, 6, 7-dihydro5H-JIBENZU [c, e] azepine, 5, 6, 11, and 12-tetrahydro JIBENZU [b, f] 
azocine, a dibenzo franc, 9H-KISANTEN, 10, 11-dihydroJIBENZU [b, f] oxepin, 6 and 11- 
dihydroJIBENZU [b, e] oxepin, 6, 7-dihydro5H-JIBENZU [b, g] OKISOSHIN, Dibenzo 
CHIOFEN, a 9H-thioxan ten, 10, 11-hydrodibenzo [b, f] thiepine, 6 and 11-hydrodibenzo [b, e] 
thiepine, 6, and 7-dihydro5H-[b and dibenzo g] thiosin, 10H-FENO thia gin, 10H-phenoxazine, 
5, 10-dihydroFENAJIN, 10, [b, f], and 11 -dibenzo [1,4] thiazepine, 10, 11-dihydroJIBENZU [b, 

f] , and [1, 4] oxazepine, 2, 3, 5, 6, 11, and 1 1 a-hexahydro 1H-[2 and 1-pyrrolo b] [3] BENZU 
azepine, 10, [b, e], and 11-dihydro5H-dibenzo [1, 4] diazepine, 5, 11-dihydroJIBENZU [b, e], 
and [1, 4] oxazepine, 5, 11-hydrodibenzo [b, f], and [1, 4] thiazepine, The basis which removes 
one hydrogen atom and is made from 3 ring type condensation benzene rings, such as 10, [b, 
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e], and 11-dihydro5H-dibenzo [1, 4] diazepine, 1, 2, 3,a [ 3 ] and 8, and 8a-hexahydro pyrrolo 
[2 and 3-b] Indore, is mentioned. 

[0033] The above-mentioned formula 

[Chemical formula 10] 



Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ], 1H, [1 and 8-cd], and 3H-naphth [1, 2] OKISAJIN, [1 and 8-naphth de]-1, 3- 
OKISAJIN, [1 and 8-naphth de]-1, 2-OKISAJIN, 1,2, 2a, 3, 4, 5-hexahydro BENZU [cd] Indore, 
2, 3, 3a, 4, 5, 6-hexahydro 1H-[benzode] Kino Lynne, 4H-[3, 2, and 1 -pyrrolo ij] Kino Lynne, 1, 
2 and 5, 6-tetrahydro 4H-[3, 2, and 1 -pyrrolo ij] Kino Lynne, 5, 6-dihydro4H-[3, 2, and 1 -pyrrolo 
ij] Kino Lynne, 1H, 5H-[benzoij] KINORIJIN, AZEPINO [3, 2, and 1-hi] Indore, 1, 2, 4, 5 and 6, 
7-hexahydro AZEPINO [3, 2, and 1-hi] Indore, 1H-[3, 2, and 1-pyrid jk] [1] BENZU azepine, 5, 
6 and 7, 8-tetrahydro 1H-[3, 2, and 1-pyrid jk] [1] BENZU azepine, 1, 2, 5, 6, 7, 8-hexahydro 
1H-[3, 2, and 1-pyrid jk] [1] BENZU azepine, 2, 3-dihydro1H-[BENZU de] iso KINORIN, 1, 2, 3, 
4, 4a, 5 and 6, 7-octahydro [1 and 8-naphth be] azepine, 2 The basis which removes one 
hydrogen atom and is made from 3 ring type condensation benzene rings, such as 3, 5, 6, 7, 
and 8-hexahydro 1H-[3, 2, and 1-pyrid jk] [1] BENZU azepine, is mentioned. 



[0034] The above-mentioned formula 



[Chemical formula 11] 



Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ], 1, 2, 3, 5, 6, 1, 2-b:4, 7-hexahydro benzo[5-b'] JIPIRORU, The basis which 
removes one hydrogen atom and is made from 3 ring type condensation benzene rings, such 
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as 1, 2, 3, 5, 6, and 7-hexahydro cyclopent [f] Indore, is mentioned. 



[0035] The above-mentioned formula 



[Chemical formula 12] 




Each sign shows the above and this meaning among [type. The basis which removes one 
hydrogen atom and is made as an example of a basis expressed wjth ] from 3 ring type 
condensation benzene rings, such as 1, 2, 3, 6, 7, and 8-hexahydro cyclopent [e] Indore, 2, 3, 
4, 7 and 8, and 9-hexahydro 1H-cyclo [PENTAf] Kino Lynne, is mentioned. 

[0036] Among these, a formula 



[Chemical formula 13] 




Each sign of 5 or the nitrogen-containing heterocycle of 9 members, and others by which 
CYing and D 1 ring may be further replaced with the OKISO machine, respectively shows the 
above and this meaning among [type. The basis expressed with ] is desirable. Among these, a 
formula 
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[Chemical formula 14] 




Each sign shows the above and this meaning among [type. The basis expressed with ] is still 
more desirable. 

[0037] The same thing as "5 which may be further replaced with the OKISO machine or the 
nitrogen-containing heterocycle of 9 members" "5 which may be further replaced with the 
OKISO machine or the nitrogen-containing heterocycle of 9 members" shown with C ring or a 
0037D' ring is indicated to be with B' ring is mentioned. It is a formula especially more 
preferably. 



[Chemical formula 15] 




It comes out and the basis expressed is mentioned. 



[0038] as an example in case the phenyl group of "this phenyl group may have a substituent 
by the phenyl group which may be condensed" of the above (3) condenses with 3 ring type 
heterocycle which may have a substituent -- a formula 



[Chemical formula 16] 




The heterocycle in which, as for A ring, at least one ring of the above, this meaning, E ring, F 
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ring, and G ring may have a substituent, and other rings show among [type 5 to 9 membered- 
rings which may have a substituent. The basis expressed with ] is mentioned. "The heterocycle 
which may have a substituent" and "5 to 9 membered-rings which may have a substituent" "the 
heterocycle which may have a substituent" shown with E ring, F ring, or G ring, and "5 to 9 
membered-rings which may have a substituent" are indicated to be with B ring or C ring are 
mentioned, respectively: 

[0039] Among these, it is the (i) type preferably. 



[Chemical formula 17] 




5 by which the above, this meaning, E' ring, and F'ring and G' ring may be further replaced for 
A ring with the OKISO machine, respectively or the nitrogen-containing heterocycle of 9 
members, and — show a single bond or a double bond among [type. The basis expressed 
with ], 

[0040] (ii) For example, a fluoran ten, acephenanthrylene, ASEAN TORIREN, Triphenylene, 
PIREN, KURISEN, NAFUTASEN, play ADEN, [benzoa] ANTORASEN, Indeno [1 and 2-a] 
INDEN, cyclo [PENTA a] phenan TOREN, The [pyrid [1\ 2':1, 2] imidazo [ 4 and 5-] b] KINOKI 
Sarin, The bases which remove one hydrogen atom and are made from rings, such as 1H-2- 
OKISAPIREN and spiro [**********- 4.9'-KISANTEN], and these dihydroobjects, a tetrahydro 
object, a hexahydro object, an octahydro object, a DEKAHIDORO object, etc. are mentioned. 
The same thing as "5 which may be further replaced with the OKISO machine or the nitrogen- 
containing heterocycle of 9 members" "5 which may be further replaced with the OKISO 
machine or the nitrogen-containing heterocycle of 9 members" shown with E' ring, F' ring, and 
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G' ring is indicated to be with B' ring is mentioned. 



[0041] The above-mentioned formula 



[Chemical formula 18] 




Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ] two - H - iso -- indolo -- [ ~ two - one - e - ] - a pudding - one - H - 
pyrazolo - [ - four -- ' - three - three - four - ] - pyrid - [ - two - one - a - ] - 
isoindole -- one - H - pyrid - [ - two -- ' - three --'--: - four - five -- ] - imidazo - [ -- two -- 
one - a - ] - isoindole - two - H - six - H - pyrid - [ - one - ' -- two -- three -- four ~ ] 

- imidazo -- [ - five -- one - a - ] - isoindole - one - H - iso - indolo - [ - two - one - a - ] -- 
a benzimidazole - one - H - pyrid - [ - three - ' - four four ~ five - ] - pyrrolo -- [ - 
two - one - a - ] - isoindole - two - H - pyrid - [ - four - ' - three - ' - : - four - five - ] -- 
pyrrolo - [ -- two - one - a - ] -.- isoindole - 1H-iso indolo [2 and 1-a] Indore, 2H-iso indolo [1 
and 2-a] isoindole, 1H-cyclo PENTA [4, 5] pyrimide [2 and 1-a] isoindole, 2H, 4H - PIRANO[4\ 
3':4, 5][1 , 3]OKISAJINO[2, 3-a] isoindole - two -- H - iso -- indolo - [ - two -- one - a --]--[ - 
three - one - ] - benzoxadine - seven - H - iso - indolo - [ - one - two - b - ] - [ - one - 
three - ] - benzoxadine - two - H - pyrid - [ - two -- ' -- one --'--: - three - four - ] - 
pyrazino - [ - two - one - a ~ ] - isoindole -- pyrid - [ - two - ' -- three - ' - : - 4 and 5] 
pyrimide [2 and 1-a] isoindole and pyrid [3', 2':5, 6] pyrimide - [ - 2, 1-a] isoindole, and 1H- 
pyrid [1', 2': 3 and 4] pyrimide [2 and 1-a] isoindole, iso indolo [2 and 1-a] quinazoline, the iso 
[2 and 1 -indolo a] KINOKI Sarin, iso [1 and 2-indolo a] iso KINORIN, iso [2 and 1-indolo b] iso 
KINORIN, iso [2 and 1-indolo a] Kino Lynne, 6H - OKISAJINO[3\ 4': three - four » ] -- [ - one - 

- four -- ] ~ JIAZEPINO - [ ~ two -- one - a -- ] - isoindole -- AZEPINO - [ ~ two - ' - one - ' - 
- : - three -- four ~ ] - pyrazino -- [ - two - one - a -- ] - isoindole -- two -- H - six - H - pyrid - 

- [ « two -- ' - one - ' - : - three - four - ] - [ -- one -- four - ] -- JIAZEPINO - [ -- two -- one - 
a - ] - isoindole - one - H - iso - indolo - [ - one - 1 , and 2-b][3, 4] benzobird azepine, 1 , 
and 2H-iso [2 and 1-indolo a] [3, 4] benzobird azepine, iso [2 and 1-indolo d] [1,4] BENZU 
oxazepine, 1H-iso [2 and 1-indolo b] [2, 4] benzodiazepine, 1H-iso [2 and 1-indolo c] [2, 3] 
benzodiazepine, 2H-iso [1 and 2-indolo a] [2, 4] benzodiazepine, 2H-iso [2 and 1-indolo d] [1, 
4] benzodiazepine, and 5H-indolo [2 and 1-b] -- [ - 3] BENZU azepine, 2H-iso [1 and 2-indolo 
a] [2] BENZU azepine, 2H-iso [1 and 2-indolo b] [3] BENZU azepine, 2H-iso [2 and 1-indolo b] 
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[2] BENZU azepine, 2H-iso [1 and 2-indolo b] [1 , 3, 4] The basis which removes one hydrogen 
atom and is made from 4 ring type condensation benzene rings, such as benzoOKISAJI 
azocine, 1, and iso [2 and 1-indolo b] [2, 6] benzobird azocine, and 5H-UNDESHINO [ 4 and 8- 
methano 1H-[T, 5] diaza cyclo ] [1 and 11-a] Indore, is mentioned. 

[0042] The above-mentioned formula 

[Chemical formula 19] 



Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ] 1H and 4H-pyrrolo [3', 2*: The [4, 5] [3, 2, and 1-pyrrolo ij] Kino Lynne, pyrrolo 
[3, 2, and 1-jk] KARUBAZORU, [1H-Flo [2\ 3':4, 5] pyrrolo [ 3, 2, and 1-] ij] Kino Lynne, 1H, 
and 4H-cyclo PENTA [4, 5] pyrrolo [1,2, and 3-] de] KINOKI Sarin, 1H, [4H-cyclo PENTA [4, 
5] pyrrolo [ 3, 2, and 1-] ij] Kino Lynne, pyrid [3\ 4':4, 5] pyrrolo [1,2, and 3-de] benzoxadine, 
[1,4] OKISAJINO [2, 3, and 4-jk] KARUBAZORU, 1H, and 3H-[1, 3]OKISAJINO[5, 4, 3-jk] 
KARUBAZORU, pyrid [3', 4': 4, 5] [1, 2, and 3-pyrrolo de] [1,4] benzothia gin, 4H-[3, 2, and 1- 
pyrrolo de] phenan SURIJIN, 4H, 5H-[3, 2, and 1 -pyrid de] phenan SURIJIN, 1H, 4H-3a, and 
6a-diaza fluoro ANTEN, 1 -******- 4, 6a-diaza fluoro ANTEN, 4-******- 2, 10b-diaza fluoro 
ANTEN, 1-****-4, 6a-diaza fluoro ANTEN, 1H-pyrazino [3, 2, and 1-jk] KARUBAZORU, 1H-[3, 
2, and 1-indolo de] [1,5] NAFUCHI lysine, [Benzob] PIRANO [2, 3, and 4-hi] indolizine, 1H, 
3H-[benzob] PIRANO [3, 4, and 5-hi] indolizine, 1H, and [4H-PIRANO [2', 3':4, 5] pyrrolo [ 3, 2, 
and 1-] ij] Kino Lynne, 1H, and 3H-benzo[b]CHIOPIRANO[3, 4, 5-hi] indolizine, 1H-pyrid [3, 2, 
and 1-jk] KARUBAZORU, 4H-3-******- 11b-azacyclo [hepta-jk] full OREN, 2H-AZEPINO [1', 
2':1, 2] PIRIMIJINO [4 and 5-b] Indore, 1H, and 4H-cyclo hepta-[4, 5] pyrrolo - [ - one -- two - 
three - de - ] - KINOKI - Sarin - five - H - pyrid - [ ~ three - ' - four --'--: - four - five - ] - 

- pyrrolo - [ - one - two - three - ef - ] - [ -- one - five -- ] -- BENZU - oxazepine - four - H 

- pyrid - [ - three ~ ' - four --'--: - four - five - ] -- pyrrolo - [ - three - two - one - jk - ] - 
[ -- four -- one - ] - benzothiazepine -- five - H - pyrid - [ - three - 1 -- 4': 4, 5] pyrrolo [1 , 2, 
and 3-ef], and [1, 5] benzothiazepine, 5H-pyrid [4\ 3':4, 5] pyrrolo [1, 2, and 3-ef], and [1, 5] 
benzothiazepine, 1, and [2, 4] bird AZEPINO [6, 5, and 4-jk] KARUBAZORU, 1, and [2, 4] bird 
AZEPINO[6, 7, 1-jk] KARUBAZORU, [1, 2, 5] Bird AZEPINO [3, 4, and 5-jk] KARUBAZORU, 
5H-[1, 4] OKISAZEPINO [2, 3, and 4-jk] KARUBAZORU, 5H-[1, 4] thia ZEPINO [2, 3, and 4-jk] 
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KARUBAZORU, [1, 4] JIAZEPINO [3, 2, and 1-jk] KARUBAZORU, [1,4] JIAZEPINO [6, 7, and 
1-jk] KARUBAZORU, The basis which removes one hydrogen atom and is made from 4 ring 
type condensation benzene rings, such as AZEPINO [3, 2, and 1-jk] KARUBAZORU, the [1H- 
cyclo OKUTA [4, 5] pyrrolo [1,2, and 3-] de] KINOKI Sarin, and [1H-cyclo OKUTA [4, 5] 
pyrrolo [ 3, 2, and 1-] ij] Kino Lynne, is mentioned. 

[0043] The above-mentioned formula 



[Chemical formula 20] 




Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ] one -- H - indolo ~ [ -- one -- two - a - ] - a benzimidazole - one ~ H - indolo 
- [ - one - two - b - ] -- indazole -- pyrrolo - [ - two - ' - one - three - four - ] - 
pyrazino -- [ - one - two - a - ] - Indore - one - H -- five - H - pyrrolo - [ - one - ' -- two - ' 
-- : - four - five - ] -- pyrazino - [ - one -- two - a - ] - Indore - 2H-pyrid [2\ 3': 3 and 4] 
pyrrolo [1 and 2-a] Indore, 1H-pyrrolo [2', 3':3, 4] pyrid [1 and 2-a] Indore, 1H-indolo [1 and 2-a] 
Indore, 6H-iso indolo [2 and 1-a] Indore, 6H-[1 and 2-indolo c] [1, 3] benzoxadine - one -- H 
indolo -- [ - one -- two - b -- ] - [ - one -- two - ] -- benzo- thia - gin - pyrimide - [ -- four -- * - 
. five - four - five -- ] - pyrimide - [ - one ~ six - a - ] - Indore - pyrazino - [ -- two - ' 
-- three - ' - : - three ~ four - ] -- pyrid - [ -- one - two - a — ] - Indore - six - H - pyrid - [ - 
one - ' -- two - ' - : - 3 and 4] pyrimide [1 and 6-a] Indore, indolo [1 and 2-b] cinnoline, indolo 
[1 and 2-a] quinazoline, indolo [1 and 2-c] quinazoline, indolo [2 and 1-b] quinazoline, the [1 
and 2-indolo a] KINOKI Sarin, [1 and 2-indolo a] [1,8] NAFUCHI lysine, [1 and 2-indolo b]-2, 6- 
NA FUCHIRIJIN, [1 and 2-indolo b] [2, 7] NAFUCHI lysine, [1 and 2-indolo h]-1, 7-NAFUCHI 
lysine, [1 and 2-indolo b] iso KINORIN, [2 and 1 -indolo a] iso KINORIN, [1 and 2-indolo a] Kino 
Lynne, 2H, and 6H-pyrid [2', 1': 3, 4], and [1,4] JIAZEPINO [1 and 2-a] Indore, 1H-[2 and 1- 
indolo c] [1, 4] benzodiazepine, 2H-[1 and 2-indolo d] [1,4] benzodiazepine, 2H-[2 and 1 -indolo 
a] [2, 3] benzodiazepine, and 2H-indolo [2, 1-b][1, 3] benzodiazepine, 1H-[1 and 2-indolo b] [2] 
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BENZU azepine, 2H-[1 and 2-indolo a] [1] BENZU azepine, 2H-[2 and 1-indolo a] [2] BENZU 
azepine, [1 and 2-indolo e] [1 , 5] BENZOJI azocine, The basis which removes one hydrogen 
atom and is made from 4 ring type condensation benzene rings, such as [2 and 1-indolo b] [3] 
BENZU azocine, is mentioned. 



[0044] The above-mentioned formula 



[Chemical formula 21] : 



( G ( F pHl .A 4- 
H 

Each sign shows the above and this meaning among [type. As an example of a basis 
expressed with ] 1 H-imidazo [1', 2': one - two - ] - pyrid - [ - three - four - b - ] ~ Indore -- 
one - H - imidazo ~ [ -- one - ' - two - ' -- : - one - six -- ] - pyrid - [ - four - three - b - ] - 
Indore - one - H - imidazo - [ - one - ' - five --'--: - one - two - ] - pyrid - [ - three - 
four - b - ] - Indore - one - H - imidazo - [ - one - ' ~ five - ' - : - 1 and 6] pyrid [4 and 3-b] 
Indore, 1H-pyrid [2', 1':2, 3] imidazo [4 and 5-b] Indore, imidazo [4 and 5-a] KARUBAZORU, 
imidazo [4 and 5-c] KARUBAZORU, pyrazolo [3 and 4-c] KARUBAZORU, and 2H-pyrazino [1 - 
- ' - 2': 1 and 5] pyrrolo [2 and 3-b] Indore, 1H-pyrrolo [1', 2':1, 2] pyrimide [4 and 5-b] Indore, 
1H-in DORIJINO [6 and 7-b] Indore, 1H-in DORIJINO [8 and 7-b] Indore, indolo [2 and 3-b] 
Indore, Indolo [3 and 2-b] Indore, pyrrolo [2 and 3-a] KARUBAZORU, pyrrolo [2 and 3-b] 
KARUBAZORU, pyrrolo [2 and 3-c] KARUBAZORU, pyrrolo [3 and 2-a] KARUBAZORU, 
pyrrolo [3 and 2-b] KARUBAZORU, pyrrolo [3 and 2-c] KARUBAZORU, Pyrrolo [3 and 4-a] 
KARUBAZORU, pyrrolo [3 and 4-b] KARUBAZORU, pyrrolo [3 and 4-c] KARUBAZORU, [1H- 
pyrid [3', 4';4, 5] Flo [ 3 and 2-] b] Indore, 1H-[3 and 4-Flo a] KARUBAZORU, 1H-[3 and 4-Flo 
b] KARUBAZORU, 1H-[3 and 4-Flo c] KARUBAZORU, 2H-Flo [2, 3-a] KARUBAZORU - two -- 
H - Flo - [ - two - three - e ~ ] « KARUBAZORU - two -- H - Flo -- [ - three -- two - a - ] - 
KARUBAZORU ~ two -- H - Flo - [ - three - two - c - ] -- KARUBAZORU - one - H - pyrid -- 
[ - three - ' - four --'--: - four - five - ] - thieno - [ - two ~ three - b - ] ~ Indore -- thieno -- 
[ three -- ' - two - ' - : - 5 and 6] CHIOPIRANO [4 and 3-b] Indore, thieno [3', 4':5, 6] 
CHIOPIRANO [4 and 3-b] Indore, 1H-[1] benzothieno [2 and 3-b] Indore, 1H-[1] benzothieno [3 
and 2-b] Indore, 1H-thieno [3, 4-a] KARUBAZORU, 2H-thieno [2 and 3-b] KARUBAZORU, 2H- 
thieno [3 and 2-a] KARUBAZORU, 2H-thieno [3 and 2-b] KARUBAZORU, the [cyclo PENTA [4, 
5] pyrrolo [ 2 and 3-] f] KINOKI Sarin, cyclo PENTA [5, 6] pyrid [2, 3-b] Indore, pyrid [2\ 3':3, 4] 
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cyclo PENTA [1 and 2-b] I NDORU, pyrid [2\ 3': four -- five - ] -- cyclo -- PENTA - [ - one - 
two - b - ] - Indore -- pyrid - [ -- three - ' - four - ' - : -- three - four - ] - cyclo - PENTA - 
[ -- one -- two - b - ] -- Indore - pyrid -- [ - three -- ' - four - four - five -- ] - cyclo - 
PENTA - [ - one - two - b - ] -- Indore - pyrid - [ - four - ' -- three - ' - : - four - five - ] - 
cyclo - PENTA -- [ - one - 2-b] Indore, 1H-cyclo PENTA [5, 6] PIRANO [2 and 3-b] Indore, 
1H-cyclo PENTA [5, 6] CHIOPIRANO [4 and 3-b] Indore, cyclo PENTA [a] KARUBAZORU, 
cyclo PENTA [c] KARUBAZORU, indeno [1 and 2-b] Indore, indeno -- [ - two - one - b -- ] - 
Indore - [ - one - two - four ~ ] ~ a bird - AJINO - [ - four -- ' - three - ' - : -- one -- two - ] 

- pyrid - [ - three - four - b - ] - Indore - one - three - five - a bird - AJINO - [ - one - 1 - 
two -- ' - : - one - one -- ] - pyrid - [ - three - four - b - ] - Indore - one - H - [ - one - four 

] - OKISAJINO - [ ~ four - ' - three - ' - : - one - two - ] - pyrid - [ - three - four - b -- ] 

- Indore - one -- H - [ - one - four - ] - OKISAJINO - [ - four - * - three - ' - : - one - six - 

- ] - pyrid - [ - three - four - b - ] - Indore - four - H - [ - one - three -- ] - OKISAJINO ~ [ - 

- three - ' - four - one - two -- ] -- pyrid - [ - three - four - b - ] - Indore - indolo - [ - 

- three - two - b][1 - 4] Benzoxadine, 1,3- OKISAJINO[6, 5-b] KARUBAZORU and 2H- 
pyrimide [2\ 1 ': two - three - ] - [ - one - three - ] -- CHIAJINO - [ -- five - six - b ~ ] --. 
Indore - two - H - [ - one - three - ] - CHIAJINO - [ - three - ' - two — one - two - ] 
-- pyrid - [ - three -- four - b - ] - Indore - four - H - [ -- one -- three - ] - CHIAJINO - [ -- 
three -- 1 - four - one - two - ] - pyrid - [ - three - four - b - ] - Indore - indolo -- [ - 
two - three - b][1 - 4] Benzothia gin, [3 and 2-indolo b] [1 , 4] benzothia gin, [3 and 2-indolo c] 
[2, 1] benzothia gin, 1, and 4-CHIAJINO [2 and 3-a] KARUBAZORU, [1, 4] CHIAJINO [2 and 3- 
b] KARUBAZORU, [1, 4]CHIAJINO[2, 3-c] KARUBAZORU, 1, and 4-CHIAJINO [3 and 2-b] 
KARUBAZORU, 1, and 4-CHIAJINO [3 and 2-c] KARUBAZORU, 1H-indolo [2 and 3-g] 
PUTERIJIN, 1H-indolo [3 and 2-g] PUTERIJIN, pyrazino [1', 2': one - two -- ] - pyrid -- [ -- 
three - four - b - ] - Indore - pyrazino - [ - one -- ' -- two --'--: - one - two - ] - pyrid - [ - 
four - three - b -- ] — Indore - one - H - pyrid - [ -- two - ' - three --'--: - five -- six - ] - 
pyrazino - [ - two - three - b - ] - Indore - one - H - pyrid - [ - three - ' - two - ' - : - five - 

- six - ] - pyrazino - [ - two - three - b - ] - Indore -- 1H-pyrid [3', 4':5, 6 ] pyrazino [2 and 3- 
b] Indore, pyrid [1 ', 2': one - two - ] - pyrimide -- [ - four - five - b - ] - Indore - pyrid - [ - 
one - ' - two - one - two - ] - pyrimide - [ - five - four - b - ] ~ Indore - pyrid - [ - 
two - ' - one - two - three - ] - pyrimide - [ - four - five - b - ] - Indore - pyrimide - 
[ ~ one - ' - two - ' - : - one - two - ] - pyrid - [ - three - four - b - ] - Indore - Pyrimide 
[V, 2': one -- six - ] - pyrid -- [ - three - four - b - ] - Indore - pyrimide - [ - five - 1 -- four - ' 

- : - five -- six - ] -- PIRANO - [ -- two - three - b - ] -- Indore - pyridazino - [ - four - ' - 
five -- ' -- : -- five -- six -- ] - CHIOPIRANO - [ - four -- five - b -- ] - Indore -- one -- H - indolo - 

- [ - three - two - c - ] -- cinnoline -- one -- H - indolo -- [ - two - 3-b] KINOKI Sarin, 1 H- 
pyrazino [2 and 3-a] KARUBAZORU, 1H-pyrazino [2 and 3-b] KARUBAZORU, 1H-pyrazino [2 
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and 3-c] KARUBAZORU, 1 H-pyridazino [3 and 4-c] KARUBAZORU, 1 H-pyridazino [4 and 5-b] 
KARUBAZORU, 1H-pyrimide [4 and 5-a] KARUBAZORU, 1H-pyrimide [4 and 5-c] 
KARUBAZORU, 1H-pyrimide [5 and 4-a] KARUBAZORU, 1H-pyrimide [5 and 4-b] 
KARUBAZORU, 1H-pyrimide [5 and 4-c] KARUBAZORU, 7H-1, 4 - JIOKISHINO[2', 3': 5, 6], 
and [1,2] JIOKISHINO [3 and 4-b] Indore, 6H-[1, 4] benzoJIOKISHINO [2 and 3-b] Indore, 6H- 
[1, 4] benzoJICHIINO [2 and 3-b] Indore, 1H-[2 and 3-indolo b]-1, 5-NAFUCHI lysine, and 1H- 
indolo [2, 3-b][1, 6] NAFUCHI lysine, 1H-[2 and 3-indolo b] [1, 8] NAFUCHI lysine, 1H-[2 and 3- 
indolo c]-1 , 5-NAFUCHI lysine, 1 H-[2 and 3-indolo c] [1 , 6] NAFUCHI lysine, 1 H-[2 and 3- 
indolo c] [1, 7] NAFUCHI lysine, 1H-[2 and 3-indolo c] [1, 8] NAFUCHI lysine, 1H-[3 and 2- 
indolo b]-1 , 5-NAFUCHI lysine, 1 H-[3 and 2-indolo b] [1 , 7] NAFUCHI lysine, 1 H-[3 and 2- 
indolo b] [1, 8] NAFUCHI lysine, 1 H-[3 and 2-indolo c] [1 , 8] NAFUCHI - lysine - indolo -- [ - 
two - three - a -- ] - KINORIJIN - indolo - [ -- two - three - b - ] - KINORIJIN - indolo - [ - 
three -- two - a - ] -- KINORIJIN -- indolo - [ -- three -- two - b - ] - KINORIJIN -- PIRANO -- 
[ - four - 1 - three - five - six - ] - pyrid - [ - three - four - b - ] - Indore - pyrid - [ - 
four - ' - three - ' - : - 4 5]PIRANO[3' 2-b] Indore, pyrid [4', 3': 5 and 6] PIRANO [2 and 3-b] 
Indore, pyrid [4', 3': 5 and 6] PIRANO [3 and 4-b] Indore, 1H-[2 and 3-indolo c] iso KINORIN, 
1 H-[3 and 2-indolo c] iso KINORIN, 1 H-[2 and 3-indolo c] Kino Lynne, 1 H-[3 and 2-indolo c] 
Kino Lynne, 1H-pyrid [2 and 3-a] KARUBAZORU, 1H-pyrid [2 and 3-b] KARUBAZORU, 1H- 
pyrid [2 and 3-c] KARUBAZORU, 1H-pyrid [3 and 2-a] KARUBAZORU, 1 H-pyrid [3 and 2-b] 
KARUBAZORU, 1 H-pyrid [3 and 2-c] KARUBAZORU, 1 H-pyrid [3 and 4-a] KARUBAZORU, 
1 H-pyrid [3 and 4-b] KARUBAZORU, 1 H-pyrid [3 and 4-c] KARUBAZORU, 1 H-pyrid [4 and 3- 
a] KARUBAZORU, 1 H-pyrid [4 and 3-b] KARUBAZORU, 1 H-pyrid [4 and 3-c] KARUBAZORU, 
1H-KINDORIN, 1H-quinine drine compounds, 1H-PIRANO [3', 4':5, 6] PIRANO [4 and 3-b] 
Indore, [1] benzoPIRANO [2 and 3-b] Indore, [1] benzoPIRANO [3 and 2-b] Indore, [1] 
benzoPIRANO[3, 4-b] Indore, [1] benzoPIRANO [4 and 3-b] Indore, [2] benzoPIRANO [4 and 
3-b] Indore, PIRANO [2 and 3-a] KARUBAZORU, PIRANO [2 and 3-b] KARUBAZORU, 
PIRANO [2 and 3-c] KARUBAZORU, PIRANO[3, 2-a] KARUBAZORU, PIRANO [3 and 2-c] 
KARUBAZORU, PIRANO [3 and 4-a] KARUBAZORU, 1 H-HOSUFINORINO [4 and 3-b] 
Indore, [i] benzoCHIOPIRANO [2 and 3-b] Indore, [1] benzoCHIOPIRANO [3 and 2-b] Indore, 
[1] BenzoCHIOPIRANO [3 and 4-b] Indore, [1] benzoCHIOPIRANO [4 and 3-b] Indore, [2] 
benzoCHIOPIRANO [4 and 3-b] Indore, 1H-[benzoa] KARUBAZORU, 1H-[benzob] 
KARUBAZORU, 1H-[benzoc] KARUBAZORU, [1, 6, 2] OKISACHIAZEPINO[2\ 3': one -- two -- 
] ~ pyrid ~ [ - three - four - b ~ ] - Indore -- one - H - AZEPINO - [ ~ one -- ' -- two - 
one -- two - ] -- pyrid - [ - three -- four - b - ] - Indore -- one - H - pyrid -- [ -- one -- ' -- two - 
one - two - ] - AZEPINO - [ - four - five - b - ] - Indore - two - H - pyrid - [ - one - 
• .. two -- ' -- :1 and 2]AZEPINO[3 - 4-b] Indore and 1 H-pyrid [3 ', 2': five -- six -- ] -- 
OKISEPINO - [ ~ three - two - b - ] - Indore - one -- H - pyrid - [ - four - ' - three - 
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five --. six - ] - OKISEPINO - [ - three - two - b - ] - Indore -- two -- H - pyrid -- [ - two - ' -- 
three - ' - : -- five -- six -- ] - OKISEPINO - [ - two - three - b -- ] - Indore - two - H - pyrid - 

- [ -- two - ' - three - ' - : - five -- six -- ] -- OKISEPINO - [ -- three - two - b -- ] - Indore - 
two - H - pyrid - [ -- three - ' -- four - ' - : - five - six -- ] - OKISEPINO - [ - three - two - b 

- ] -- Indore -- pyrid - [ - two - ' - three -- ' - : - four - five - ] - cyclo - hepta— [ - one - 
two - b - ] -- Indore - pyrid ~ [ ~ three ~ ' - two - ' - : - three ~ four - ] - cyclo - hepta— [ -- 
one -- 2-b] Indore, pyrid [3\ 4': four - five -- ] - cyclo - hepta-- [ -- one - two - b - ] - Indore - 

- pyrid - [ - three - ' - four - ' - : - five - six - ] - cyclo - hepta-- [ - one - two - b - ] - 
Indore - two - H - PIRANO - [ - three - ' - two - ' - : - two - three - ] - AZEPINO - [ - 
four - five - b - ] - Indore - one - H - indolo - [ - three - two - b - ] - [ - one - five - ] - 
BENZU - oxazepine - 1H-[3 and 2-indolo d] [1,2] BENZU oxazepine, 1H-indolo [2 and 3-c], 
and [1, 5] benzothiazepine, [1,4] JIAZEPINO [2 and 3-a] KARUBAZORU, [2 and 3-indolo b] [1, 
5] benzodiazepine, [2 and 3-indolo d] [1 , 3] Benzodiazepine and indolo [3 2-b][1 , 4] 
benzodiazepine, [3 and 2-indolo b] [1 , 5] benzodiazepine, [3 and 2-indolo d] [1,3] 
benzodiazepine, [3 and 2-indolo d] [2, 3] benzodiazepine, [2 and 3-indolo a] [3] BENZU 
azepine, [2 and 3-indolo c] [1] BENZU azepine, [2 and 3-indolo d] [1] BENZU azepine, [2 and 

3- indolo d] [2] BENZU azepine, [3 and 2-indolo b] [1] BENZU azepine, [3 and 2-indolo c] [1] 
BENZU azepine, indolo [3, 2-d][1] BENZU azepine, 1H-[2 and 1 -indolo b] [3] BENZU azepine, 
1H-[1] BENZUOKISEPINO [5 and 4-bj Indore, 1H-[2] BENZUOKISEPINO [4 and 3-b] Indore, 
1H-[1] benzoCHIEPINO [4 and 5-b] Indore, 1H-[1] benzoCHIEPINO [5 and 4-b] Indore, benzo 
[3, 4] cyclo [1 and 2-hepta-b] Indore, benzo[4, 5] cyclo [1 and 2-hepta-b] Indore, benzo[5, 6] 
cyclo [1 and 2-hepta-b] Indore, benzo[6, 7] Cyclo [1 and 2-hepta-b] Indore, cyclo [hepta-b] 
Culver ZORU, 4H-[1, 5] OKISAZOSHINO [5', 4':1, 6] pyrid [3 and 4-b] Indore, and AZOSHINO 

- [ T, 2': one - two - ] - pyrid - [ - three - four - b - ] - Indore - two - six - methano - two - 

- H - AZESHINO - [ - four - three - b - ] - Indore - three - seven - methano - three ~ H - 
AZESHINO - [ -- five - four - b - ] - Indore - pyrid - [ - one - ' - two - ' -- : -- one - eight - 
] - AZOSHINO - [ - five - four - b - ] - Indore - pyrid - [ - four - * - three 6 and 7] 
OKISOSHINO [2 and 3-b] Indore, pyrid [4', 3':6, 7] OKISOSHINO [4 and 3-b] Indore, 1, and 5- 
methano 1H-AZESHINO [3 and 4-b] Indore, 2, and 6-methano 1H-AZESHINO [5 and 4-b] 
Indore and 1 H-pyrid [3 - ' - 4': 5 and 6] cyclo OKUTA [1 and 2-b] Indore, 1, and 4- 
ETANOOKISOSHINO [3 and 4-b] Indore, PIRANO [3', 4':5, 6] cyclo OKUTA [1 and 2-b] Indore, 
1, and 1H-[2 and 3-indolo c] [2, 5, 6] benzotetra-ZOSHIN, 1H-[2 and 3-indolo c] [1, 6] BENZOJI 
azocine, 6, and 1 3b-methano 13bH-AZESHINO [5 and 4-b] Indore, OKISOSHINO [3 and 2-a] 
KARUBAZORU, 1H-[benzog] cyclo OKUTA [b] Indore, 6, 3- (IMINO methano)-2H-ZONINO [ 1 
and 4-thia ] [9 and 8-b] Indaw RU, 1H, and 3H-[1, 4]OKISAZONINO[4', 3': 1 and 2] pyrid [3 and 

4- b] Indore, 2H-ETANOAZONINO [ 3 and 6-] [5 and 4-b] Indore, 2H-UNDESHINO [ 3 and 7- 
methano azacyclo ] [5 and 4-b] Indore, 1 H-ETANOAZONINO [ 6 and 12b-] [5 and 4-b] Indore, 
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indolo [3, 2-e] and [2] BENZUAZONIN, 5, and 9-methano azacyclo UNDESHINO [5 and 4-b] 
Indore, 3, and 6-Etah Nor 3H-AZESHINO [5 and 4-b] Indore, 3, and 7-methano 3H-azacyclo 
UNDESHINO [5 and 4-b] Indore, PIRANO[4\ 3': 8 and 9] AZESHINO [5 and 4-b] Indore, 1H-[2 
and 3-indolo c] [1, 7] benzoJIAZESHIN, 1H-indolo [3 and 2-e] and [2] BENZUAZESHIN, 
[benzoe] pyrrolo [3 and 2-b] Indore, [benzoe] pyrrolo [3 and 2-g] Indore, [Benzoe] pyrrolo [3, 2, 
and 1-hi] Indore, [benzoe] pyrrolo [3 and 4-b] Indore, [benzog] pyrrolo [3 and 4-b] Indore, 1H- 
[benzof] pyrrolo [1 and 2-a] Indore, 1H-[benzog] pyrrolo [1 and 2-a] Indore, 2H- [Benzoe] 
pyrrolo [1 and 2-a] Indore, 1H-[benzof] pyrrolo [2 and 1-a] isoindole, 1H-[benzog] pyrrolo [2 and 
1-a] isoindole, 2H-[benzoe] pyrrolo [2 and 1-a] isoindole, and iso indolo [6, 7, Cyclo ********- 1, 
1-cde] Indore and spiro [5' pyrrolo [ -[5H] ] [2 and 1-a] isoindole] iso [7, 1, and 2-indolo hij] Kino 
Lynne, 7, and 11-methano AZOSHINO [1 and 2-a] Indore, 7, 11-methano AZOSHINO[2, 1-a] 
Isoindole, JIBENZU [cd, f] Indore, JIBENZU [cd, g] Indore, JIBENZU [d, f] Indore, TH-JIBENZU 
[e, g] Indore, 1H-JIBENZU [e, g] isoindole, [1,2, and 3-naphth cd] Indore, [1 and 8-naphth ef] 
Indore, [1 and 8-naphth fg] Indore, [3, 2, and T-naphth cd] Indore, 1H-[1 and 2-naphth e] 
Indore, 1H-[1 and 2-naphth f] Indore, 1H-[1 and 2-naphth g] Indore, 1H-naphth [2, 1-e] Indore, 
1 H-[2 and 3-naphth e] Indore, and 1 H-naphth - [ - one - two - f - ] -- isoindole — one -- H - 
naphth one - [ -- two - three - e - ] -- isoindole ~ spiro - [ - one - H - Culver - ******- - one - 

- one -- ' - cyclo » HEKISAN - ] -- spiro - [ - two - H - Culver - ******- _ two - one - ' - cyclo 

- HEKISAN - ] - spiro - [ -- three -- H - Culver -- ******- - three - one - ' - cyclo - HEKISAN 

- ] -- [Cyclo hepta-[4, 5] pyrrolo [ 3 and 2-] f] Kino Lynne, [cyclo hepta-[4, 5] pyrrolo [ 3 and 2-] 
h] Kino Lynne, AZEPINO [4 and 5-b] BENZU [e] Indore, 1H-AZEPINO [1 and 2-a] BENZU [f] 
Indore, 1H - AZEPINO[2, 1-a] The basis which removes one hydrogen atom and is madefrom 
4 ring type condensation benzene rings, such as BENZU [f] isoindole, [benzoe] cyclo [hepta-b] 
Indore, and [benzog] cyclo [hepta-b] Indore, is mentioned. 

[0045] The above-mentioned formula 



[Chemical formula 22] 




Each sign shows the above and this meaning among [type. As an example of a basis 
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expressed with } 1H - JIPIRORO[2 and 3-b : 3, 2, 1'-hi] Indore, spiro [cyclo pen ****- 1 , 2 '(1'H) 
- pyrrolo [3, 2, and 1-hi] Indore] and spiro [imidazolidine 4 and 1' (2'H)-[4H] [3, 2, and 1-pyrrolo 
ij] Kino Lynne], and pyrid [2 and 3-b] pyrrolo [3, 2, 1-hi] Indore, pyrid [4 and 3-b] pyrrolo [3, 2, 
and 1-hi] Indore, [benzode] [3, 2, and 1-pyrrolo ij] Kino Lynne, 3H-pyrrolo [3, 2, and 1-de] 
AKURIJIN, 1H-pyrrolo [3, 2, and 1-de] phenanthridine, spiro - [Cyclo ********- 1, 6 '-[6H] [3, 2, 
and 1-pyrrolo ij] Kino Lynne], 4, 9-methano [3, 2, and 1-pyrrolo Im] [1] benzoazocine, and spiro 
[cycloheptane 1 and 6'-[6H] [3, 2, and 1-pyrrolo ij] Kino Lynne], and 1H - PIRANO[3 -- 4-d] [3, 
2, and 1-pyrrolo jk] [1] BENZU azepine, 3H-[benzob] [3, 2, and 1-pyrrolo jk] [4, 1] BENZU 
oxazepine, 7H-[1 and 7-indolo ab] [4, 1] BENZU oxazepine, [benzob] [3, 2, and 1-pyrrolo jk] [1, 
4] Benzodiazepine, Inn [1 and 7-Dollo ab] [1,4] benzodiazepine, [1 and 7-indolo ab] [1] 
BENZU azepine, [7 and 1-indolo.ab] [3] BENZU azepine, 1H-cyclo [hepta-d] [3, 2, and 1-jk] [1] 
BENZU azepine, spiro [AZEPINO[3, 2, 1-hi] Indore 7 (4H), 1 '-cycloheptane], 4H-5, 11-methano 
[3, 2, and 1-pyrrolo no] [1] BENZUAZASHI clone crepe de Chine, spiro [AZEPINO [3, 2, and 1- 
hi] Indore 7 (4H), The basis which removes one hydrogen atom and is made from 4 ring type 
condensation benzene rings, such as r-cyclo OKUTAN], is mentioned. 

[0046] Among these, it is a formula still more preferably. 



[Chemical formula 23] 




0 



It is the basis come out of and expressed. 



[0047] the formula which is shown by Ar and which may have a substituent preferably as "this 
phenyl group may have a substituent by the phenyl group which may be condensed", for 
example 



[Chemical formula 24] 
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It is the basis come out of and expressed. It is a formula especially preferably. 



[Chemical formula 25] 




It is the basis come out of and expressed. 

[0048] n is the integer of 1 to 6 preferably. Furthermore, it is 2 to 6 preferably. It is 2 especially 
preferably. R and R' may show the hydrocarbon group which may have a hydrogen atom, a 
halogen atom, or a substituent, respectively, and may differ in the repetition of n. As a 
"halogen atom" shown by R and R\ fluoride, chlorine, bromine, iodine, etc. are mentioned and 
fluoride is especially desirable. The thing same as "a hydrocarbon group which may have a 
substituent" shown by R and R' as "the hydrocarbon group which may have a substituent" 
shown by R1 is mentioned. As R and R\ a hydrogen atom or fluoride is desirable. As R and R\ 
a hydrogen atom is still more desirable. As "an amino group which may be replaced" shown by 
Y, it is a formula, for example. 



[Chemical formula 26] 
R 

R4 and R5 show among [type the hydrocarbon group or acyl group which may have a 
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hydrogen atom and a substituent, respectively. The basis expressed with ] is mentioned. The 
thing same as "the hydrocarbon group which may have a substituent" shown by R4 or R5, and 
an "acyl group" as "the hydrocarbon group which may have a substituent" and the "acyl group" 
which are shown by R1 is mentioned. 

[0049] As a "nitrogen-containing saturation heterocyclic machine" of the "nitrogen-containing 
saturation [ which may have a substituent ] heterocyclic machine" shown by Y 5 to 9 member 
(preferably 5 or 7 members) nitrogen-containing saturation heterocyclic machine which may 
contain 1 to 3 hetero atoms chosen from a nitrogen atom, an oxygen atom, and a sulfur atom 
in addition to a carbon atom and one nitrogen atom is mentioned. Specifically, it is a formula. 

[Chemical formula 27] 

~Q -cl -o ~0 "Q 

H V^NH V^J H H 

> % % X "fc 




It comes out and the basis expressed is mentioned. Among these, it is 6 membered-ring 
machine preferably, furthermore - desirable 

[Chemical formula 28] 




NH 
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it comes out. 



[0050] The thing same as a "substituent" of ** "nitrogen-containing saturation heterocyclic 
machine which may have a substituent" as the "substituent" of "the heterocycle which may 
have a substituent" shown with the above-mentioned B ring is mentioned, and the number of 
substituents is 1 to 5 pieces. Moreover, the nitrogen of the "nitrogen-containing saturation 
heterocyclic machine" of ** "nitrogen-containing saturation heterocyclic machine which may 
have a substituent" may have the same thing as the basis expressed with the above R1. As Y, 
it is a formula preferably. 



[Chemical formula 29] 




X N-R 6 — / N-R 6 £ tz\Z -N^ )-R 6 



R6 shows R1 and this meaning among [type. It is the basis expressed with ]. Furthermore, it is 
a formula preferably. 



[Chemical formula 30] 




R6 shows the above and this meaning among [type. It is the basis expressed with ]. R6 is the 
hydrocarbon group which may have a hydrogen atom or a substituent preferably. Preferably 
Furthermore, halogen atoms (preferably fluoro etc.), C1-6 ARUKIRU (preferably MECHIRU 
etc.), It is the C7-16 ARARUKIRU machine (preferably Ben Jill) which may have 1 to 3 
substituents chosen from C1-6 alkoxy (preferably METOKISHI etc.), cyano, nitroglycerine, and 
HIDOROKISHI. 



[0051] As a compound (I), Ar is a formula preferably. 



[Chemical formula 31] 
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Come out, and when it is the basis expressed, among these Ar is a phenyl group, this phenyl 
group (i) halogen (fluoro etc.), (ii) - C1-6 alkoxy (METOKISHI etc.) and amino (iii) **(iv) (mono- 
**** is Jl) C1-6 alkylamino (methylamino --) (v) pyrrolidine such as ethylamino, dimethylamino, 
and diethylamino, (vi) Piperidino, piperazino (vii), N(viii)-MECHIRL) piperazino, N- (ix) - [, and ] 
[ (xi) HEKISA methylene / ASECHIRU piperazino, (x) morpholino, and ] (xii) You may have the 
substituent chosen from C1-6 ARUKIRU (pro pill etc.) which may be replaced by 
KARUBOKISHI which may be etherified by imidazolyl and (xiii) C1-6 ARUKIRU (MECHIRU 
etc.), 



[0052] When it is the phenyl group which Ar condensed, the heterocyclic portion is (1)C1-6 
ARUKIRU ([ MECHIRU and ]). (2) halogen, such as ethyl, a pro pill, and n-butyl (a fluoro, 
chloro, etc.), C7-16 ARARUKIRU (Ben Jill --) which may have the substituent chosen from C1- 
6 ARUKIRU (MECHIRU etc.), C1-6 alkoxy (METOKISHI etc.), and nitroglycerine (3)[, such as 
phenylethyl, ] C1-6 Al Calvo Nils ([ ASECHIRU and ]) (4)C7-16 Calvo Nils, such 

as pro PIONIRU, iso BUCHIRIRU, and pivaloyl (phenylacetyl etc.), (5) C6-14 Ali Lou Calvo 
Nils (BENZOIRU etc.) and (6)C1-6 Al ****- Calvo ****- C6-14 ARIRU (methylbenzoyl etc.), (7) 
you may have the substituent chosen from C1-6 alkoxy **********. C6-14 ARIRU 
(METOKISHIBENZOIRU etc.) and (8) pyridyl ~;n - 2;R and R' - respectively -- hydrogen atom 
or fluoride (preferably hydrogen atom); - namely 
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[Chemical formula 32] 




-CH2CH2-, -CHFCH2-, or CF2CH2-;Y is a formula. 



[Chemical formula 33] 




The sign in [type shows the above and this meaning. R6 by the basis expressed with ] (1) 
hydrogen atom, (2) cyano, hydroxy **(monO-**** is Jl) C1-6 alkylamino (diethylamino etc.), C1- 
6 ARUKIRU which may have the substituent chosen from pyridyl and KARUBOKISHI which 
may be etherified (with C1-6 ARUKIRU (ethyl etc.)) ([ MECHIRU and ]) (3) halogen (a fluoro, 
chloro, etc.), such as ethyl and an iso pro pill, C1-6 ARUKIRU ([ MECHIRU and ]) Halogeno 
C1-6 ARUKIRU, such as t-butyl (trifluoromethyl etc.), Hydroxy **C1-6 alkoxy (METOKISHI 
etc.), nitroglycerine, and amino ** C1-6 alkoxy (OCH2C02H --) which may be replaced by 
cyano, Culver Moyle, and KARUBOKISHI by which you may be etherified (C1-6 ARUKIRU 
etc.) Amino which may be replaced by Culver Moyle or HORUMIRU by which OCH2C02Et 
etc. may be replaced by C1-6 ARUKIRU ([ NHCHO and ]) C7-16 ARARUKIRU which may 
have the substituent chosen from C1-3 alkylene dioxy (methylene dioxy etc.), such as 
NHCONH2 and NHCONHMe, (Ben Jill, alpha-methylbenzyl, phenylethyl, etc.), C1-6 ARUKIRU 
which may be replaced by KARUBOKISHI of which (4) (C1-6 ARUKIRU (ethyl etc.) etc.) 
etherification may be done ([ MECHIRU and ]) The compound which are C1-6 Al ****- Calvo 
Nils (ASECHIRU etc.) who may be replaced by (5)(mono-**** is Jl) C1-6 alkylamino 
(dimethylamino etc.), such as a pro pill, is mentioned. 



[0053] As a compound (I), Ar is a formula still more preferably. 



[Chemical formula 34] 
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basis;n come out of and expressed -- 2;R and R' - respectively - hydrogen atom or fluoride 
(preferably hydrogen atom); - namely 



[Chemical formula 35] 




"-CH2CH2-, -CHFCH2-, or CF2CH2-;Y is a formula. 
[Chemical formula 36] 

R6' shows among [type 1 or Ben Jill who may have two pieces for the substituent chosen from 
a halogen atom, C1-3 ARUKIRU, C1-3 alkoxy ** cyano, nitroglycerine, and HIDOROKISHI. 
The compound which is the basis expressed with ) is mentioned. 



[0054] Preferably especially 8-[3-[1-[(3-fluoro phenyl) MECHIRU]-4-piperidinyl]-1-OKISO pro 
pill]-1 , 2 and 5, 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino 4-ON, 8-[3-[1-(phenylmethyl)- 
4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, 6-tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4- 
ON, 8-[3-[1-[(2-hydroxyphenyl) MEGHIRU]-4-piperidinyl]-1-OKISO pro pill]-1, 2 and 5, 6- 
tetrahydro 4H-[3, 2, and 1-pyrrolo ij] Kino ****- 4-ON, eight - [- two - a fiuoro - three - [- one - 
[(3-fluoro phenyl) MECHIRU --] -four - piperidinyl one --] -one - OKISO a pro - a pill --] - 
one - two -- five ~ six - tetrahydro one - four - H - pyrrolo - "~ three - two - one - ij -] » 
Kino - ****- — four - ON - or - the - salt » etc. - mentioning - having - although - The 
crystal of this invention is the most suitable from the field of the stability of an active ingredient, 
or validity. 



[0055] a compound (I) or its salt -- the very thing - it can manufacture by the method according 
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to a well-known method or well-known it. "Specifically, it is shown by (1) Ar among the above- 
mentioned formula. It is the phenyl group which may be condensed. When that this phenyl 
group may have a substituent" does not form a condensed ring, It is shown by (2) Ar, such as 
a method JP,H3-173867,A (EP-A-0378207 No.) and given in a JP,64-79151,A number (EP-A- 
0296560 No.). "[ the phenyl group which may be condensed ] When condensing with the 
monocycle type heterocycle in which that this phenyl group may have a substituent" may have 
a substituent, JP,H5-140l49,A (EP-A-0487071 No.), JP,H6-166676,A (EP-A-0560235 No.), It 
is shown by (3) Ar, such as a method JP,H6-206875,A (EP-A-0567090 No.) and given in 
JP,H2-169569,A (USP No. 4,895,841). "[ the phenyl group which may be condensed ] When 
condensing with 2 ring type heterocycle in which that this phenyl group may have a 
substituent" may have a substituent, When condensing with two same or different monocycles 
(however, at least one ring is monocycle type heterocycle), or a method given In JP,H7- 
206854, A (EP-A-0607864 No.) etc., And when condensing with 3 ring type heterocycle which 
is shown by (4) Ar and in which "this phenyl group may have a substituent by the phenyl group 
which may be condensed" may have a substituent, What is necessary is just to manufacture 
an object according to a method given in JP,7-309835,A (EP-A-0655451 No.) etc. 

[0056] 2) Formula 



[Chemical formula 37] 
n2aa 




Among the side chain which contains C=Zaa among [type, R2aa, or R3aa, [ one ] Combine 
with the carbon atom shown by * of Ring Baa, and Ring Aaa shows benzo, thieno, pyrid, 
pyrazino, pyrimide, flannel, seleno one, pyrrolo, CHIAZORO, or imidazolo. R1aa is phenyl and 
phenyl C1-6 ARUKIRU, SHINNAMIRU, or heteroaryl MECHIRU ([ here ] as a heteroaryl 
machine), imidazolo, CHIAZORO, thieno, pyrid, or iso oxazolo - being shown - it may be 
shown and the phenyl and the heteroaryl machine may have 1-2 substituents chosen from C1- 
6 ARUKIRU and C1-6 alkoxy ****** halogen. R2aa and R3aa become independent, 
respectively, and Hydrogen atom and C1-6 alkoxy ** The C1-6 alkyl group which may be 
replaced with 1-3 fluoride, [ show / benzyloxy one, a hydroxy , phenyl, Ben Jill, halogen, 
nitroglycerine, cyano, COOR4aa, CONHR4aa NR4aaR5aa, NR4aaCOR5aa, or SOpaaCH2Ph 
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(paa shows 0, 1, or 2 here) ] R2aa and R3aa may form 5 to 6 membered-rings (the 
composition atoms of a ring are carbon, nitrogen, and oxygen), for example, methylene dioxy, 
ethylene dioxy, or a RAKUTAMU ring with an adjoining carbon atom. Moreover, [ show / 
independently / R4aa and R5aa /, respectively / a hydrogen atom or C1-6 alkyl group ] R4aa of 
NR4aaR5aa and R5aa may form 4 to 8 membered-rings (other composition atoms of a ring 
are carbon, oxygen, or nitrogen.) which contain at least one nitrogen atom with an adjoining 
nitrogen atom. Moreover, R4aa of NR4aaCOR5aa and R5aa may form 4 to 8 member 
RAKUTAMU ring with an adjoining nitrogen atom and an adjoining carbon atom. Xaa shows 
nitrogen or CH.and Yaa shows oxygen, sulfur, or NR6aa. R6aa shows a hydrogen atom, C1-6 
ARUKIRU, CO-C1-6 ARUKIRU, or S02-phenyl (here, the phenyl group may have 1 to 5 
substituents chosen independently of C1-4 ARUKIRU). As for each qaa, in naa, Zaa shows 
[ the integer of 1 to 4 ] oxygen or sulfur independently for 1 to 2. The compound expressed 
with ], or its salt. As an example, 1-(2-******- 1 H-benzimidazole 5-IRU)-3-[1-(phenylmethyl)-4- 
piperidinyl]-1-pro PAN ON, 1-(6-MECHIRU [benzob] 2-IRU)-3-[1-(phenylmethyl)-4- 
piperidinyl]-1-pro PANON, 1 -(6-methylindole 2-IRU)-3-[1-(phenylmethyl)-4-piperidinyl]-1-pro 
PANON, etc. are mentioned. The above-mentioned compound or its salt is manufactured by 
the method according to the method of WO 93/07140 description, or it. 

[0057] 3) Formula 

[Chemical formula 38] 



R1bb and R2bb among [type, respectively Hydrogen atom and C1-6 alkoxy ** Benzyloxy one, 
FENOKISHI, a hydroxy ** phenyl, Ben Jill, halogen, Nitroglycerine, cyano, formula:COR5bb, - 
COOR5bb, -CONHR5bb, - NR5bbR6bb or a NR5bbCOR6bb (inside of formula, R5bb, and 
R6bb are i, respectively) hydrogen atom, ii) C1-6 ARUKIRU, iii halogen, C1-4 ARUKIRU, 
trifluoromethyl, R5bb of 1, the phenyl which you may have two pieces, respectively, Ben Jill;, 
or NR5bbR6bb, and R6bb become together about the substituent chosen from C1-4 alkoxy ** 
cyano, nitroglycerine, and HIDOROKISHI, and 4 to 8 member nitrogen ring is formed. R5bb of 
NR5bbCOR6bb and R6bb become together - 4 to 8 member RAKUTAMU ring - forming - 
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the basis expressed - C1-6 ARUKIRU which may be replaced with 1 to 3 fluoride, and 
formula:SOpbbCH2-phenyl or -- the basis expressed with SOpbbC1-6 ARUKIRU (pbb shows 
0, 1, or 2 among a formula), pyridyl methyloxy, CHIENIRU methyloxy, and 2-oxazolyl -- 2- 
thiazolyl or benzene SURUHON amide (this FENOKISHI and benzyloxy one -) [ a phenyl, Ben 
Jill, benzene SURUHON amide, pyridyl methyloxy, CHIENIRU methyloxy, 2-oxazolyl, and 2- 
thiazolyl ] Halogen, C1-6 ARUKIRU, trifluoromethyl, and C1-6 alkoxy ** Even if it has 1 or two 
pieces, when combining good; or R1bb, and R2bb with an adjoining carbon atom, Xbb the 
substituent chosen from cyano, nitroglycerine, and HIDOROKISHI Oxygen, It becomes 
together with the carbon atom which these combine, when it is sulfur or NR4bb (R4bb is 
hydrogen or C1-4 ARUKIRU), and is a formula. 



[0058] 

[Chemical formula 39] 



Among [type, 1 or 2, and R3bb show oxygen, sulfur, or NR4bb, abb shows oxygen, sulfur, NH, 
CHCH3, C(CH3)2, -CH=CH-, or (CH2) Ibb, and, as for Jbb, Ibb shows the integer of 1 to 3, as 
for hydrogen or C1-6 ARUKIRU Qbb. Formation;Xbb the basis expressed with ] Oxygen, 
sulfur, -CH=CH-, -CH=N-, - NH=CH- and -N=N- or - NR4bb;(R4bb is above and this meaning) 
Ybb -(CH2) mbb- - CH=CH(CH2) nbb- and -NR4bb(CH2) mbb-0(CH2) mbb- or - (R4bb -- the 
above and this meaning -) nbb is the integer of 0 to 3 and mbb is integer;Mbb of 1 to 3. -CH - 
Or nitrogen; Lbb i halogen, Phenyl or phenyl C1-6 ARUKIRU which may have 1 to 3 
substituents chosen from C1-6 ARUKIRU and C1-6 alkoxy **C1-6 alkoxy KARUBONIRU or 
C1-6 Al ****- Calvo Nils, respectively, ii) SHINNAMIRU, iii pyridyl methyl, or iv type : 
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[Chemical formula 40] 
^Ebi 
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As for the integer, R13bb, and R14bb of 1 to 4, in bbb, hydrogen, C1-4 ARUKIRU, halogen or 
a phenyl, and Ebb and Fbb show oxygen, sulfur, or NR4bb (R4bb is the above and this 
meaning) among [type, respectively, as for -CH- or nitrogen, and Gbb. However, when both 
Ebb and Fbb are nitrogen, either R13bb or R14bb does not exist. Basis;R7bb and R8bb which 
are expressed with ] show hydrogen, C1-6 ARUKIRU, C1-6 alkoxy KARUBONIRU, C1-6 Al 
****- Calvo Nils, or C1-6 ARUKOKISHI, respectively. However, it does not combine with the 
carbon atom which adjoins this C1-6 alkoxy ******. The compound expressed with.], or its salt. 
As an example, 3-[2-[1-(phenylmethyl)-4-piperidinyl] ethyl]-5, 6, 8-trihydro 7H-iso [4 and 5- 
KISAZORO g] Kino ****- 7-ON, 6 and 8-dihydro3-[2-[1-(phenylmethyl)-4-piperidinyl] ethyl]-7H- 
[5 and 4-pyrrolo g]-1, 2-BENZU isoxazole 7-ON, 5 and 7-dihydro3-[2-[1-(phenylmethyl)-4- 
PIPERIRU] ethyl]-6H-[5 and 4-pyrrolo f]-1 and 2-BENZU isoxazole 6-ON etc. is mentioned. 
The above-mentioned compound or its salt is manufactured by the method according to a 
method given in JP.H6-500794.A (WO 92/17475), or it. 



[0059] 4) Formula 



[Chemical formula 41] 




Ring Acc among [type Benzo** thieno, pyrid, pyrazino, pyrimide, Flannel, Ceret Noro, or 
pyrrolo;R2cc Hydrogen, C1-4 ARUKIRU, Ben Jill, a fluoro or cyano;R3cc, R4cc, R5cc, and 
R6cc, respectively Hydrogen, C1-6 alkoxy ** benzyloxy, FENOKISHI, hydroxy ** A phenyl, Ben 
Jill, halogen, nitroglycerine, cyano, -COOR9cc, - CONHR9cc, -NR9ccR10cc, - 
NR9ccCOR10ec, Or C1-6 ARUKIRU which may be replaced by 1 to 3 fluoride atoms; 
SOpccCH2-phenyl (pec is 0, 1, or 2), Pyridyl methyloxy or CHIENIRU methyloxy ([this 
FENOKISHI, benzyloxy one, a phenyl, pyridyl methyloxy, and CHIENIRU methyloxy]) 
Halogen, C1-4 ARUKIRU, trifluoromethyl, and C1-4 alkoxy ** the substituent chosen from 
cyano, nitroglycerine, and HIDOROKISHI - 1 - or you may have two pieces -; or R - two, 
three cc R four cc R five cc and R6cc, become together with an adjoining carbon atom - this 
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contiguity carbon atom ~ each atom of a ring - carbon -- the saturation 5 which is nitrogen or 
oxygen, or six membered-rings (for example, methylene dioxy --) ethylene dioxy or a 
RAKUTAMU ring -- formation; - R9cc and R10cc - respectively -- hydrogen or C -- one to 6 
ARUKIRU Or it becomes together R9cc of formation or NR9ccCOR10cc, and R10cc about 4 or 
the 8 membered-ring-like amino group whose others R9cc of NR9ccR10cc and R10cc become 
together, one atom of a ring is nitrogen, and are carbon, and 4 or a 8 membered-ring-like 
RAKUTAMU ring is formed.; 

[0060] Gcc -- carbon or nitrogen; - Ecc - carbon, nitrogen, oxygen, sulfur, sulfo KISHIDO, or 
Sour Hong; 

[Chemical formula 42] 



******** or a double bond; When the carbon in either like 1- of Ring Dec, 2-, or 3-adjoins the 
carbonyl group, ;(since this carbon is at least in 1-, 2-, or 3- of Ring Dec, ring turns into 
RAKUTAMU ring) Xcc which may be suitably replaced with nitrogen O, S, NORIcc, hydrogen, 
or C1-6 ARUKIRU (however, [ an atom / the atom of the ring Dec which Xcc has combined is 
carbon, and ]) When Xcc(s) are O, S, and NORIcc and 1 or the 2; ring Dec of hydrogen or C1- 
6 ARUKIRU;qcc is a RAKUTAMU ring as for;R1cc, as for, Xcc carries out a double bond to 
Ring Dec, When the integer of 1 to 3 and Ring Dec of ncc are not RAKUTAMU rings, as for 
ncc, carbon or nitrogen;Lcc integer;Mcc of 0, or 1 to 3 A phenyl, Phenyl C1-6 ARUKIRU, 
SHINNAMIRU, or pyridyl methyl ([ this phenyl and phenyl C1-6 ARUKIRU ]) Even if it has 1 to 
3 substituents chosen from C1-6 ARUKIRU and C1-6 alkoxy **C1-6 alkoxy KARUBONIRU, 
C1-6 Al ****- Calvo Nils, and halogen, good;R1 1cc Hydrogen, halogen, hydroxy **C1-4 
ARUKIRU, C1-4 alkoxy **** - oxygen; -- [ R12cc and R13cc ], respectively Hydrogen, a fluoro, 
hydroxy ** acetoxy, o-MESHIRETO, o-tosylate, When both (C1-4 ARUKIRU or C1-4 alkoxy; or 
R12cc, and R13cc) have combined with the carbon atom, Become together with the atom 
which they have combined and each atom of a ring 3 or the five-membered ring which is 
carbon or oxygen formation ;R7cc and R8cc, respectively Hydrogen, C1-6 ARUKIRU, or C1-6 
alkoxy ([ it this C-1— 6-alkoxy-**, and ]) it does not combine with the carbon which adjoins 
nitrogen, C1-6 alkoxy KARUBONIRU, and C1-6 Al ****- Calvo Nils -; or R8cc, and R12cc, it 
becomes together with the atom which they have combined, and 4 to 7 member saturation 
carbon ring is formed (one of the above-mentioned carbon atoms - oxygen -) You may be 
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replaced by nitrogen or sulfur. 

[0061] However, when (a) Ecc is carbon, nitrogen, oxygen, sulfur, sulfo KISHIDO, or Sour 
Hong, Gcc is carbon, and when;(b) Gcc is nitrogen, Ecc is carbon or nitrogen -; (c) - when 
both Ecc and Gcc are nitrogen When Gcc is carbon and Ecc is oxygen, sulfur, sulfo KISHIDO, 
or Sour Hong, When there is no R2cc, each of the atom like 1- of the; (d) ring Dec, 2-, and 3-is 
not combined by the double bond which surpassed one and;(e) R1 1cc is oxygen, Carry out a 
double bond to Ring Dec, when R1 1cc is except oxygen, carry out single combination at Ring 
Dec, and both (;(f) Xcc and R1 1cc) [ oxygen ] And it has combined with the carbon like 1- of 
Ring Dec, and 3-respectively, or when having combined with the carbon like 3- of Ring Dec, 
and 1 -respectively, the carbon like 2-of Ring Dec is replaced by nitrogen.; (g) 

[Chemical formula 43] 

R 7cc 



Xcc combines with Ring Dec in the position contiguous to the position which the hydrocarbon 
group to contain has combined. ] The compound expressed or its salt, as an example — 2 and 
3-dihydro2-[[1-(phenylmethyl)-4-piperidinyl] Methylene]-1H-pyrrolo [1 and 2-a] Indore 1 - [ on 
and ] 1,2, 3, and 4-tetrahydro 4.******. 2-[[1-(phenylmethyl)-4-piperidinyl] MethyleneJ-cyclopent 
[b] Indore 3 - [ on and ] The 2 and 3-dihydro2-[[1-(phenylmethyl)-4-piperidinyl] MECHIRUJ-1H- 
pyrrolo [1 and 2-a] benzimidazole 1 - [ on and ] 1 , 2, 3, and 4 - tetrahydro 6-******- 2-[[1- 
(phenylmethyl)-4-piperidinyl] ethyl]-[3 and 4-pyrrolo b] Indore 3-ON etc. is mentioned. The 
above-mentioned compound or its salt is manufactured by the method according to a method 
given in JP,H4-234845,A (EP-A-441517), or it. 



[0062] 5) Formula 



[Chemical formula 44] 




— (CHqcc)ncc 



-Mcc 



N-Lcc 




VitttW/zWo^T-O intuit nrx i«/nm_KWtran u,»K ^rri ^i"i'^9 1 i=htW>/.7 A 0/„OT70/„9T7r1^ooi orOO/.O e/OI/OHfW 



Page 51 of 76 



Hndd— 0 




Xdd among [type Hydrogen, low-grade ARUKIRU, and low-grade alkoxy ** hydroxy **** - 
nitroglycerine; - Ydd combines hydrogen or low-grade alkoxy;, or Xdd and Ydd together - A 
basis - OCH20 - formation (in this case, each position of Xdd and Ydd for benzene ring part 
must adjoin mutualiy);Zdd - hydrogen - [ and ] [ low-grade ] Low-grade alkoxy ** hydroxy ** 
halogen or nitroglycerine; ndd is 0 or 1. The compound expressed with ], or its salt. As an 
example, 2-[(N-benzoRUPIPE lysine 4-IRU) MECHIRU]-2a, 3 and 4, 5-tetrahydro 1(2H)- 
ASENAFU Tschirren 1-ON, 2-[[N-(3-fluoro BENJIRU) **********- 4-IRU] MECHIRU]-2a, 3 and 
4, and 5-tetrahydro 1(2H)-ASENAFU Tschirren 1-ON etc. is mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP.H6- 
116237.A (EP-A-517221, USP 5,106,856), or it. 



[0063] 6) Formula 



[Chemical formula 45] 




OR 1ee 

As for the inside of [type, and R1ee, hydrogen, low-grade ARUKIRU, and ARIRU low-grade 
ARUKIRU, CONHR11ee, or CONR6eeR7 ee;R2ee is hydrogen, cyano, CH2NR8eeR9ee, 
CONHR5ee, or CONR6eeR7 ee;R3ee. 



[Chemical formula 46] 






N ^_^N-R 10ee jfcfcji — (^^N-Rioee 

here - R10ee -- hydrogen -- [, and ] [ low-grade ] [ ARIRU low-grade ] A certain;R4ee by 
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CONHR5ee, CONR6eeR7ee, ASHIRU, reed RUOKISHI low-grade ARUKIRU, or reed 
RUOKISHIA reel low-grade ARUKIRU Hydrogen, Halogen, low-grade ARUKIRU, or low-grade 
alkoxy; R5ee Hydrogen, low-grade ARUKIRU or ARIRU - low-grade -- ARUKIRU;R6ee - low- 
grade ARUKIRU or ARIRU - low-grade - ARUKIRU;R7ee - low-grade ARUKIRU or ARIRU - 
low-grade - ARUKIRU;R8ee - hydrogen - Hydrogen, low-grade ARUKIRU, or ARIRU low- 
grade ARUKIRU;R1 1ee of low-grade ARUKIRU and ARIRU low-grade ARUKIRU or 
ASHIRU;R9ee is low-grade ARUKIRU, ARIRU, or ARIRU low-grade ARUKIRU. However, 
R2ee is not hydrogen when R1ee is hydrogen or low-grade ARUKIRU. The compound 
expressed with ], or its salt. As an example, 1 _******. 4-(4-cyano 7.********. 2-benzofuranyl) 
PIPERIJIN, 1 -******- 4-(4-N and N-JIECHIRU amide 7-********- 2-benzofuranyl) PIPERIJIN, 1- 
******- 4-(4-N and N-diethylamino ******- 7-********- 2-benzofuranyl) PIPERIJIN, etc. are 
mentioned. The above-mentioned compound or its salt is manufactured by the method 
according to a method given in JP,H7-109275,A, or it. 

[0064] 7) Formula 

[Chemical formula 47] 



As for 1 or 2;R1ff, in trifluoromethyl.mff, hydrogen or low-grade ARUKIRU;R2ff is [ the inside of 
[type, and Xff / hydrogen, halogen, low-grade alkoxy ** low-grade ARUKIRU and hydroxy **** ] 
hydrogen and a formula. 



[Chemical formula 48] 




^2ff 
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(Xff) m fT\= 




(CH 2 )nff — 



It is the basis and formula which are expressed with (riff shows the above and this meaning 
among a formula, as for 1 or 2, Xff, and mff). 

[Chemical formula 49] 



They are the basis expressed with (Xff and mff show the above and this meaning among a 
formula), or a formula. 

[Chemical formula 50] 



Yff 

It is (Xff shows the above and this meaning among a formula, Yff shows hydrogen or 
formula:COR4ff (R4ff shows hydrogen or low-grade ARUKIRU among a formula), and pff 
shows 2 or 3). The compound expressed with ], or its salt, concrete - 1 and 4-dihydro7- 

4 _******_ r-phenyimethyl SUPIRO [« cyclopent [b] Indore 3 (2H) - four - ' - PIPERIJIN 
--] - one - four - dihydro one -- four - ******- - one - 1 - (4-methoxypheny) -- 
MECHIRUSUPIRO - [-- a cyclopent - [-- b --] -- Indore - three (2H) - four ~ 1 - PIPERIJIN --] - 
- etc. - mentioning having . The above-mentioned compound or its salt is manufactured by 
the method according to the method of WO 97/37992 description, or it. 

[0065] 8) Formula 



[Chemical formula 51] 
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R 2gg^ N >^ N ^R3gg 




CH2Rlgg 

R1gg among [type A C5-7 cycloalkyl machine, a phenyl group, or C1-4 alkyl group, [ phenyl 
group;R2gg and R3gg which were replaced by the C1-4 alkoxy group, the nitro group, or the 
halogen atom ] Hydrogen atom or C1-4 alkyl-group;Xgg independently mutually A sulfur atom, 
an oxygen atom, two CH-NO, or a N-R5gg basis (here - R5gg - a hydrogen atom -r) 
[ hydronalium KISHIRU machine, C1-4 alkoxy group, C1-4 alkyl-group, cyano group, or C'1-4 
ARUKIRU sulfonyl group;Argg ] A halogen atom, C1-4 alkyl group, C1-4 alkoxy group, and G1- 
4 acyl group, 1, the pyridyl machine which you may have two or more, respectively, or a phenyl 
group is meant for the substituent chosen from a cyano group, a nitro group, a trifluoromethyl 
machine, and a trifluoro methoxy group. The compound expressed with ], or its salt. As an 
example, N-phenylN'-[2-(1-benzoroux 4-piperidyl) ethyl]-1 and 1-Gia Minaux 2-nitroglycerine 
ethylene, 1-(2-pyridyl)-3-[2-(1-benzoroux 4-piperidyl) ethyl] thiourea, 1 -phenyl 2-hydroxy 3-[2- 
(1-benzoroux 4-piperidyl) ethyl] guanidine, etc. are mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP.H5- 
1 48228.A (EP-A-51 6520), or it. 

[0066] 9) Formula 



[Chemical formula 52] 



C1-4 alkyl group and R2hh among [type R1hh A C5-7 cycloalkyl machine, A C5-7 cycloalkyl 
methyl group, a benzyl group, or C1-4 alkyl group, As for oxygen atom or methylene 
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machine;Bhh, in benzyl group;Ahh which has C1-4 alkoxyl group, a halogen atom, or a nitro 
group, direct combination and methylene machine or carbonyl group;Arhh(s) are a pyridyl 
machine and the phenyl group of a bottom type, 



[Chemical formula 53] 
D 3hh 

R 4hh 

It is the OKISO fluorenyl group of the bottom type (as which here, R3hh and R4hh mean 
independently hydrogen, a halogen atom, a nitro group, C1-4 alkyl group, C1-4 alkoxyl group, 
a phenyl group, or a trifluoro methoxy group mutually), 




[Chemical formula 54] 




O 

The dioxo anthracenyl group of a bottom type, 



[Chemical formula 55] 




Or nhh means 1 or 2 and Xhh means an oxygen atom or a sulfur atom for the Naff Chill 
machine. The compound expressed with ], or its salt. As an example, 1-[2-[2-(N-benzoroux N- 
methylamino) ethoxy] ethyl]-3-(3-nitrobenzoyl) thiourea, 1-[2-[2-(N-benzoroux N-methylamino) 
ethoxy] ethyl]-3-(9-******- 2-full ORENOIRU) thiourea etc. is mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP.H5- 
194359.A (EP-A-526313), or it. 
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[0067] 10) Formula 



[Chemical formula 56] 
Xii 




CH 2 Riii 



R1ii among [type A C5-7 cycloalkyl machine, a phenyl group, or C1-4 alkyl group, As for 
oxygen atom or sulfur atom;Aii, in hydrogen atom or C1-4 alkyl-group;Xii, methylene machine, 
carbonyl group, or sulfonyl group;R3ii is [ phenyl group;R2ii replaced by the C1-4 alkoxyl group 
or the halogen atom ] (1) type. 



[Chemical formula 57] 




R4ii and R5ii become independent mutually here hydrogen and a halogen atom - A nitro 
group, C1-4 alkyl group, C1-4 alkoxyl group, and C1-4 acyl group, The basis, (2) type which 
express a benzoyl group, a C1-4 ARUKIRU sulfonyl group, or a trifluoro methoxy group, or R4ii 
and R5ii become together and are expressed with formation in a methylene dioxy machine 



[Chemical formula 58] 




O 

The basis or (3) type come out of and expressed 
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[Chemical formula 59] 




When it comes out and basis; expressed, however Xii express an oxygen atom, Aii expresses 
the basis besides methylene Motomochi. The compound expressed with ], or its salt. As an 
example, 1-(3-nitrobenzoyl)-3-[2-(1-benzoroux 4-piperidyl) ethyl] thiourea, 1-(9, 10-dioxo 2- 
anthra SENOIRU)-3-[2-(1-benzoroux 4-piperidyl) ethyl] thiourea, etc. are mentioned. The 
above-mentioned compound or its salt is manufactured by the method according to a method 
given in JP,H6-507387,A (WO 92/14710), or it. 

[0068] 11) Formula 



[Chemical formula 60] 




CH 2 — (CH 2 ) nij . Zjj N-fCH^ 



Among [type, njj is 1, 2, or 3,;pjj is 1 or 2,;qjj is 1 or 2, and;Xjj becomes independent, and 
Hydrogen, Low-grade ARUKIRU, ARIRU, aryloxy, CN, low-grade alkoxy ** halogen, hydroxy ** 
nitroglycerine, trifluoromethyl, ARUKIRUSURU phone amide, NHCORjj (here) Rjj is a certain 
NR1jjR2jj (here) at low-grade ARUKIRU or ARIRU. It is C02Rjj (here) which becomes 
[ whether R1jj and R2jj are hydrogen or low-grade ARUKIRU independently and ], and forms a 
ring. [ Rjj ] depending on the case or Rjj is low-grade ARUKIRU Furthermore, it is one or more 
substituents chosen from cycloalkyl, cyclo ARUKENIRU, or bicyclo ARUKIRU replaced by low- 
grade ARUKIRU, and;Yjj is CO or CR3jjR4jj (here). R3jj and R4jj become independent - 
hydrogen, low-grade ARUKIRU, and low-grade alkoxy ****** - or it becomes together and 
cyclic acetal is formed - it is -;Zjj is N or CH -; 



[Chemical formula 61] 
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Wjj 

6 

It is the phenyl or cyclohexyl machine replaced depending on the ** case (here). Wjj(s) are one 
or more substituents as which hydrogen, low-grade ARUKIRU, and low-grade alkoxy **** is 
chosen from halogen independently - the compound (however, njj=1, pjj=1, qjj=1, Xjj=H, 
Yjj=CO, and Zjj=N - and) expressed with ] 



[Chemical formula 62] 

Wjj 




the compound which is a **** substitution phenyl and njj=2, pjj=1, qjj=1, Xjj=H, Yjj=CO, and 
Zjj=N - and 



[Chemical formula 63] 

wj> 



The stereoisomerism object excluding the compound which is ** 4-chlorophenyl, an optical 
isomer, racemate, or those salt. As an example, 5-Shiloh ********. 1 and 3-dihydro1-[2-[1- 
(phenylmethyl)-4-piperidinyl] ethyl]-2H-lndore 2-ON etc. is mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP,H7- 
502272,A (WO 93/1 2085), or it. 

[0069] 12) Formula 

[Chemical formula 64] 
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Xkk- 




^Zkk 



(CH 2 )nM^N' 




.Wkk 



CH 2 



The inside of [type and nkk become independent and 3, 4, 5, 6, or 7;Xkk is hydrogen, low- 
grade ARUKIRU, ARIRU, low-grade alkoxy ** halogen, trifluoromethyl, nitroglycerine, and - 
NHCORkk (here). Rkk is a certain -NR1kkR2kk (here) at low-grade ARUKIRU or ARIRU. [ kk / 
R1kk and R2kk are hydrogen or low-grade ARUKIRU independently, or become together, and 
form a ring, or ] depending on the case Furthermore, one or more substituent;Ykk(s) chosen 
from cycloalkyl, cyclo ARUKENIRU, or bicyclo ARUKIRU replaced by low-grade ARUKIRU are 
CO or CR3kkR4kk (here). R3kk and R4kk become independent - hydrogen, low-grade 
ARUKIRU, and low-grade alkoxy ****** or;Zkk which becomes together and forms cyclic acetal 
- low-grade ARUKIRU; -- and Wkk(s) are one or more substituents as which hydrogen, low- 
grade ARUKIRU, and low-grade alkoxy **** is chosen from halogen independently. The 
compound expressed with ], its stereoisomerism object, an optical isomer, racemate, or those 
salt. As an example, 5-cyclohexyl 1 and 3-dihydro1-[5-(N-ethyl N-phenyl methylamino) Penn 
Chill]-2H-lndore 2-ON, 5-cyclohexyl 1-[5-(N-ethyl N-phenyl methylamino) Penn Chill]- !H- 
Indore 2, 3-dione, etc. are mentioned. The above-mentioned compound or its salt is 
manufactured by the method according to a method given in JP,H8-511515,A (WO 94/29272), 
or it. 



[0070] 13) Formula 
[Chemical formula 65] 



The basis as which R1 II and R2II were chosen from the hydrogen atom and the following 
substituent group All among [type, respectively, Or the aryl group which may have 1 to 3 
substituents (being the same or different) chosen from the following substituent group All, 
respectively, ARARUKIRU machine, aralkyloxy carbonyl group, arylamino machine, arylamino 




(III) 
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alkyl-group, heterocyclic machine, heterocyclic alkyl-group, or heterocyclic amino alkyl- 
group;pll shows the integer of 1 to 3. ; Ull - formula: - basis expressed with -CO- or -- -CH 
(OR3II)- (among a formula) R3II shows the blocking group of a hydrogen atom or a hydroxyl 
group - the basis (as for mil, 0 to 2, and nil show the integer of 0 to 7 among a formula.) to 
which;VII is expressed with formula:-(CH=CH) mll-(CH2) nil- However, it is the nitrogen- 
containing heterocyclic machine with which it twists that mil and nil are 0 simultaneously, 
and;WII has VII and a together joining point on the nitrogen atom in a ring, 

[0071] Formula 



The basis come out of and expressed (among a formula, kll and III are the same or different, 
and 1 to 4, and R4II have R5II and after-mentioned R6II, and this after-mentioned meaning); In 
the above-mentioned general formula (2II) the time of a ring alkylene machine forming 5 or 6 
membered-rings - this - the basis which 5, the ethylene group in 6 membered-rings and 1, or 
two benzene rings condense -- Or a formula: The basis expressed with -NR5IIR6II ([ R5II and 
R6II ] among a formula, respectively) A hydrogen atom, the basis chosen from the following 
substituent group All, or the aryl group which may have 1 to 3 substituents (being the same or 
different) chosen from the following substituent group All, respectively, An ARIRU carbonyl 
group, an ARARUKIRU machine, a heterocyclic machine, or a heterocyclic alkyl group is 
shown. It js shown. Substituent group All : A low-grade alkyl group, a cycloalkyl machine, an 
aryl group, A heterocyclic machine, an ARARUKIRU machine, a halogen atom, an amino 
group, a low-grade alkylamino machine, An arylamino machine, an amino low-grade alkyl 
group, a low-grade alkylamino alkyl group, A low-grade alkynyl amino alkyl group, a nitro 
group, a cyano group, the Sour Fo Nils machine, A low-grade ARUKIRUSURUFONIRU 
machine, a halogeno ARUKIRUSURUFONIRU machine, a low-grade alkanoyl machine, An 
ARIRU carbonyl group, an ARIRU alkanoyl machine, a lower alkoxy group, a low-grade alkoxy 
carbonyl group, a halogeno low-grade alkyl group, N-low-grade alkynyl, N-cyano amino group, 
N-low-grade alkynyl, and N-methylamino methyl group. The compound expressed with ], or its 
salt. As an example, 1-******- 3-[3-(1-benzoroux 4-piperidyl) pro PIONIRU] Indore, 1-******- 3- 




N-R4II (2II) 
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[3-[1-(3-fluoro BENJIRU)-4-piperidyl] pro PIONIRU]-5-fluoro Indore and 1-******- 3-[3-[1-(2- 
chloro BENJIRU)-4-piperidyl] pro PIONIRU] indazole etc. is mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in the JP.H6- 
41070.A number gazette (EP-A-562832), or it. 



[0072] 14) Formula 



[Chemical formula 67] 




Hydrogen atom, halogen atom, alkyl-group, or alkoxy group;nmm shows among [type that, as 
for the integer; dashed line of 0-7, a double bond may exist R1mm a hydrogen atom, a 
halogen atom, an alkyl group, an alkoxy group, or ARUKIRUCHIO machine;R2mm. The 
compound expressed with ], or its salt. As an example, N-[1-[4-(1-BENJIRU piperidyl) ethyl]-2- 
******. 3-pyrroline 4-IRU]-2-amino benzonitril, N-[1-[4-(1-BENJIRU piperidyl) pro pill]-2-******- 3- 
pyrroline 4-IRU]-2-amino benzonitril etc. is mentioned. The above-mentioned compound or its 
salt is manufactured by the method according to a method given in JP,H5-9188,A, or it. 

[0073] 15) Formula 



[Chemical formula 68] 




Inside of [type, 
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[Chemical formula 69] 

** and >N-(CH2) nnn-, >C=, and >C=CH(CH2) nnn- or - >CH(CH2) nnn-(nnn shows integer of 

0- 7 here);Ynn >C=0 or - >CHOH;R1nn - a hydrogen atom, a halogen atom, and an alkyl 
group — An alkoxy group or an ARUKIRUCHIO machine; R2nn A hydrogen atom, a halogen 
atom, As for hydrogen atom, halogen atom, alkyl-group, or alkoxy group;mnn, amino 
group;R3nn which may have the phenyl group, the phenoxy group, alkanoloxy machine, or 
substituent which may have a hydroxyl group, an alkyl group, an alkoxy group, and a 
substituent shows the integer of 1-3. The compound expressed with ], or its salt. As an 
example, 9-amino 2-[4-(1-BENJIRU piperidyl) ethyl]-2, 3-dihydro[3 and 4-pyrrolo b] Kino ****- 

1- ON, 9-amino 2-[2-(1-benzoRUPIPE lysine 4-IRU) ethyl]-1, 2 and 3, 4-tetrahydro bitter taste 
lysine 1-ON, g.********. 2-[4-(1-BENJIRU piperidyl) ethyl]-2, and 3-dihydro[3 and 4-pyrrolo b] 
Kino ****- 1-ON etc. is mentioned/The above-mentioned compound or its salt is manufactured 
by the method according to a method given in JP,H5-279355,A (EP-A-481429), or it. 



[0074] 16) Formula 



[Chemical formula 70] 




Roo among [type Hydrogen, ARUKIRU, ARUKENIRU, cycloalkyl ARUKIRU, Phenyl 
ARUKIRU, NAFUCHIRUARUKIRU, cycloalkyl ARUKENIRU, Phenyl ARUKENIRU or 
NAFUCHIRUARUKENIRU; R1oo, R2oo, R3oo and R4oo are the same or different, and, 
respectively Hydrogen, halogen, ARUKIRU, a phenyl, phenyl ARUKIRU, alkoxy ** heteroaryl, 
Heteroarylalkyl, phenylalkoxy, FENOKISHI, and heteroaryl alkoxy ** Heteroaryloxy, ASHIRU, 
reed RUOKISHI, a hydroxyl group, nitroglycerine, cyano, - NHCOR5oo, -S(O) mooR5oo, - 
NHS02R5oo, - CONR6ooR7oo, -NR6ooR7oo, -OCONR6ooR7oo, - OCSNR6ooR7oo and - 
S02NR6ooR7oo or -- [ what / what -COOR800; or R1oo, R2oo, R3oo, and R4oo adjoin joins 
mutually together, and ] -0(CH2) poo- which may have a substituent, -0(CH2) qooO-, -0(CH2) 
rooN(R9oo)-, -0(CH2) sooCON(R9oo)-, - The basis which forms N(R9oo) CO-CH=CH-, a 
benzene ring, or a complex aromatic ring is shown (here, [ R5oo ]). ARUKIRU, a phenyl or 



8/iinnm 
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phenyl ARUKIRU;R6oo, and R7oo are the same or different. [ basis;R8oo which combines the 
nitrogen atom which shows hydrogen, ARUKIRU, a phenyl, or phenyl ARUKIRU, respectively, 
or adjoins and forms heterocycle ] [ ARUKIRU, a phenyl, or phenyl ARUKIRU;R9oo ] 
Hydrogen, ARUKIRU, phenyl ARUKIRU, or ASHIRU; [ moo ] 0, 1 or 2;poo, qoo, roo, and soo 
are the same or different. Alkylene;noo of a straight chain or the shape of a branching 
chain;Aoo which shows 1 , 2, or 3 Under the 1 , 2, or 3; above-mentioned definition, ARUKIRU, 
ARUKENIRU, an alkoxy ** phenyl, FENOKISHI, cycloalkyl ARUKIRU, Phenyl ARUKIRU, 
NAFUCHIRUARUKIRU, cycloalkyl ARUKENIRU, Phenyl ARUKENIRU, 
NAFUCHIRUARUKENIRU, phenylalkoxy, heteroaryl, Heteroaryloxy, heteroarylalkyl, a 
heteroaryl alkoxy ** benzene ring, and a complex aromatic ring Halogen, ARUKIRU, alkoxy ** 
ASHIRU, reed RUOKISHI, a hydroxyl group, nitroglycerine, cyano -NHCOR5oo, -S(O) 
mooR5oo, -NHS02R5oo, - CONR6ooR7oo, -NR6ooR7oo, -OCONR6ooR7oo, - 
OCSNR6ooR7oo, and -S02NR6ooR7oo-COOR8oo or - (here) R5oo, R6oo, R7oo, and R8oo 
It reaches, moo may have 1 to 3 substituents chosen from it being synonymous with the 
above. The compound expressed with ], or its salt. As an example, 3-[2-(1-benzoroux 4- 
piperidyl) ethyl]-6, 7-dimethoxy 1 , 2-benzolSOOKI Southall, 3-[2-(1-benzoroux 4-piperidyl) 
ethyl]-6-(N-MECHIRU acetamino)-1 and 2-benzolSOOKI Southall etc. is mentioned. The 
above-mentioned compound or its salt is manufactured by the method according to a method 
given in JP,H5-320160,A (WO 93/04063), or it. 



Rapp is a formula when combination between the 2nd place and the 3rd place of [type shows 
a single bond. 

[Chemical formula 72] 



[0075] 17) Formula 



[Chemical formula 71] 




1 2 /Rapp 



r3pp 
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(CH2)npp 

the inside of a formula, and Rpp - hydrogen - [ and ] [ ARUKIRU, ARUKENIRU and ] 
[ cycloalkyl ] cycloalkyl ARUKENIRU, phenyl ARUKIRU, phenyl ARUKENIRU, 
NAFUCHIRUARUKIRU, or NAFUCHIRUARUKENIRU;App - alkylene;npp of a straight chain 
or the shape of a branching chain - 1, 2, or 3 - being shown - the basis expressed is shown 
and Rbpp shows oxygen. 

[0076] When combination between the 2nd place and the 3rd place shows a double bond, 
Rapp does not exist, but Rbpp is a formula. 

[Chemical formula 73] 



(CH2)ripp 

It is the basis or formula expressed by (each sign in a formula is the above and this meaning). 



[Chemical formula 74] 



Basis;R1pp expressed by (the inside of a formula and Epp show oxygen and sulfur, and each 
of other sign is the above and this meaning), R2pp, R3pp, and R4pp are the same or different, 
and, respectively Hydrogen, Halogen, ARUKIRU, an alkoxy ** phenyl, phenyl ARUKIRU, 
phenylalkoxy, FENOKISHI, heteroaryl, heteroarylalkyl, and heteroaryl alkoxy ** Heteroaryloxy, 
ASHIRU, reed RUOKISHI, a hydroxyl group, nitroglycerine, cyano, - NHCOR5pp, -S(O) 
mppR5pp, -NHS02R5pp, -CONR6ppR7pp, -NR6ppR7pp, -OCSNR6ppR7pp, and - 
S02NR6ppR7pp or - -COOR8pp is shown. ([ R5pp / ARUKIRU, a phenyl or phenyl 
ARUKIRU;R6pp, and R7pp / be / pp / the same or different and ])■[ basis;R8pp which 
combines with the nitrogen atom which shows hydrogen, ARUKIRU, a phenyl, or phenyl 
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ARUKIRU, respectively or adjoins and forms heterocycle ] Hydrogen, ARUKIRU, a phenyl, or 
phenyl ARUKIRU; [ mpp ] Under the; above-mentioned definition which shows 0, 1, or 2, 
ARUKIRU, ARUKENIRU, alkoxy ** A phenyl, phenyl ARUKIRU, phenyl ARUKENIRU, 
phenylalkoxy, FENOKISHI, cycloalkyl ARUKIRU, cycloalkyl ARUKENIRU, 
[ NAFUCHIRUARUKIRU, NAFUCHIRUARUKENIRU, heteroaryl, heteroarylalkyl, and 
heteroaryl alkoxy ****** heteroaryloxy ] Halogen, ARUKIRU, alkoxy ** ASHIRU, reed 
RUOKISHI, a hydroxyl group, Nitroglycerine, cyano, -NHCORSpp, -S(O) mppRSpp, - 
NHS02R5pp, -CONR6ppR7pp, -NR6ppR7pp, -OCONR6ppR7pp, -OCSNR6ppR7pp, and - 
S02NR6ppR7pp-COOR8pp or (R5pp, R6pp, and R - 7 pp) R8pp and mpp may have 1 to 3 
substituents chosen out of being the above and this meaning. The compound expressed with ], 
or its salt. As an example, 3-[2-(1-benzoroux 4-piperidyl) ethyl]-6, 7-dimethoxy 1,2- 
benzolSOOKI Southall, 6-benzoylamino 2-[3-(1-benzoroux 4-piperidyl) pro pill]-1, 2- 
benzolSOOKI Southall 3(2H)-ON, 6-benzoylamino 2-[2-(1-benzoroux4-piperidyl) ethyl]-1 and 
2-benzolSOOKI Southall 3(2H)-ON etc. is mentioned. The above-mentioned compound or its 
salt is manufactured by the method according to a method given in JP,H6-41 125,A (WO 
93/04063), or it. 



[0077] 18) Formula Mqq-Wqq-Yqq-Aqq-Qqq[ The inside of a formula and Mqq are formulas. : 
[Chemical formula .75] 



([ ARIRU;R2qq which may have the heterocyclic machine or substituent in which R1qq may 
have hydrogen, low-grade ARUKIRU, and a substituent among the formula ]) ARIRU which 
may have the heterocyclic machine or substituent which may have hydrogen, low-grade 
ARUKIRU, and a substituent is expressed, or R1qq and R2qq combine with each other, and it 
is a formula. : 

[Chemical formula 76] 



R 1qq 




N 
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the basis come out of and expressed - formation;Zqq - S or O - respectively - being shown - 
- the basis expressed and formula: 



[Chemical formula 77] 



[ basis;Wqq expressed with (R1qq and R2qq show the above and this meaning among a 
formula) ] [ combination, low-grade alkylene, or low-grade alkenylene;Yqq ] Low-grade 
alkylene and -NH-, -CO-, -CONR3qq - (among a formula) [ basis;Aqq of basis / R3qq indicates 
hydrogen or low-grade ARUKIRU to be /, or formula:-CHR7qq- (R7qq shows among a formula 
HIDOROKISHI from which hydroxy **** was protected) ] Combination or a low-grade alkylene; 
Qqq is the basis or formula of formula:-NR8qqR9qq (as for R8qq, low-grade ARUKIRU;R9qq 
shows Al (low-grade) ARUKIRU among a formula). : 

[Chemical formula 79] 




;R 2qq 



They are the basis expressed with (R1qq and R2qq show the above and this meaning among 
a formula), or a formula. : 



[Chemical formula 78] 
R 1qq R 2qq 
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Yl-R*" 

The basis expressed with (R4qq shows among a formula Al (low-grade) ARUKIRU which may 
have low-grade ARUKIRU or a substituent) is shown, respectively. The compound expressed 
with ], or its salt. As an example, 4-(Pirie ****- 3-IRU)-5-******- 2-[[2-(1-benzoRUPIPE lysine 4- 
IRU) ethyl] Culver Moyle] thia ZORU, 2-[[2-(1-benzoRUPIPE lysine 4-IRU) ethyl] Culver 
Moyle]-4-(4-chlorophenyl)-5-MECHIRUOKI Southall, 5-[[2-(1-benzoRUPIPE lysine 4-IRU) 
ethyl] Culver Moyle]-3-(4-nitrophenyl) PIRAZORU, etc. are mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP.H5- 
345772.A, or it. 



[0078] 19) Formula R1rr-Qrr-Zrr-Xrr-Arr-Mrr[ Inside of a formula, ARIRU which may have the 
heterocyclic machine with which R1rr may have low-grade ARUKIRU and a substituent, and a 
substituent, Al (low-grade) ARUKIRU or Al (low-grade) ARUKENIRU which may have a 
substituent; As for Qrr, combination or vinyl;Xrr combines oxadiazole diyl;Zrr. Formula : - 
CONR4rr- (R4rr shows hydrogen or low-grade ARUKIRU among a formula), Formula : - 
CHR8rr- (R8rr shows among a formula HIDOROKISHI from which hydroxy **** was protected), 
- CO- or - [ -NHCO-;Arr / combination, low-grade alkylene, or low-grade alkenylene;Mrr ] The 
heterocyclic machine containing at least one nitrogen atom which may have one substituent 
chosen from the group which consists of Al (low-grade) ARUKIRU which may have a low- 
grade ARUKIRU and IMINO blocking group and a substituent is shown, respectively. The 
compound expressed with ], or its salt. As an example, 5-(quinuclidine 3-IRU)-3-[[2-(1- 
benzoRUPIPE lysine 4-IRU) ethyl] Culver Moyle]-1 , 2, 4-oxadiazole, 3-[[2-(1-benzoRUPIPE 
lysine 4-IRU) ethyl] Culver Moyle]-5-(4-nitrophenyl)-1, 2, and 4-oxadiazole etc. is mentioned. 
The above-mentioned compound or its salt is manufactured by the method according to a 
method given in JP,H7-502529,A (WO 93/13083), or it. 



[0079] 20) Formula 



[Chemical formula 80] 

Jss— Bss— Jss Qss-Kss 

(CH2)qss 
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[; [ basis / which shows Jss among a formula to the next which is not replaced / (a) substitution 
or ] (1) phenyl group, (2) A pyridyl machine, (3) pyrazyl machine, (4) quinolyl machine, (5) 
cyclohexyl machine, (6) The basis; (1) indanyl of 1 value or 2 values chosen from the following 
group by which the quinoxalyl machine or (7) frill machine, and the (b) phenyl group may be 
replaced, (2) In DANONIRU, (3) indenyl, (4) indeno nil, (5) Indang Gio Nils, (6) Thet Lalo Nils, 
(7) BENZUSUBERONIRU, (8) INDA noryl, (9) types 

[Chemical formula 81] 

COCH- 
CH 3 

It comes out and the basis shown/the basis of the 1 value guided from (c) cyclic amide 
compounded) low-grade alkyl group, or the basis shown by (e) type R1 ss-CH=CH- (R1ss 
means a hydrogen atom or a low-grade alkoxy carbonyl group among a formula) is meant. Bss 
is a formula. -(CHR2ss) nss - The basis, formula which are shown -CO-(CHR2ss) nss - The 
basis shown, formula -NR3ss-(CHR2ss) nss- (the inside of a formula, and R3ss - a hydrogen 
atom -) a low-grade alkyl group, an acyl group, a low-grade ARUKIRU sulfonyl group, the 
phenyl group that may be replaced, or a benzyl group - meaning - the basis shown - formula 
-CO-NR4ss-(CHR2ss) nss- (the inside of a formula, and R4ss - a hydrogen atom --) a low- 
grade alkyl group or a phenyl group - meaning - basis and formula-CH=CH-(CHR2ss) nss- 
shown the basis shown - Formula -0-COO-(CHR2ss) nss - The basis, formula which are 
shown -0-CO-NH-(CHR2ss) nss - The basis shown, Formula -NH-CO-(CHR2ss) nss - The 
basis, formula which are shown -CH2-CO-NH-(CHR2ss) nss - The basis shown, Basis shown 
by formula -(CH2) 2-CO-NH-(CHR2ss) nss - (nss means the integer of 0, or 1-10 among the 
above formula.) The basis, formula which are shown -C(OH) H-(CHR2ss) nss - R2ss is a 
formula. -(CHR2ss) nss - [ have / the alkylene machine shown / a substituent ] Or mean a 
hydrogen atom or a methyl group in a form which has one or one or more methyl groups. 
Formula The basis shown by =(CH-CH=CH) bss- (bss means the integer of 1-3 among a 
formula), Formula = The basis shown by CH-(CH2) ess- (ess means the integer of 0, or 1-9 
among a formula), Formula The basis shown by =(CH-CH) dss= (dss means the integer of 0, 
or 1-5 among a formula), Formula -CO-CH=CH-CH2 - The basis, formula which are shown - 
CO-CH2-C (OH) H-CH2 - The basis shown, Formula -C(CH3) H-CO-NH-CH2 - The basis, 
formula which are shown -CH=CH-CO-NH-(CH2) 2 - The basis shown, Formula -NH - The 
basis, formula which are shown -O - The basis, formula which are shown -S - The basis, 
dialkylamino ARUKIRU carbonyl group, or low-grade alkoxy carbonyl group shown is meant. 
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[0080] Tss means a nitrogen atom or a carbon atom. Qss means the basis shown by nitrogen 
atom, carbon atom, or formula >N->0. The ARIRU alkyl group by which, as for Kss, the phenyl 
group which is not replaced [ a hydrogen atom, substitution, or ] and a phenyl group may be 
replaced, A SHINNAMIRU machine [ with which the phenyl group may be replaced ], low- 
grade alkyl-group, and pyridyl methyl machine, a cycloalkyl alkyl group, an ADAMAN tongue 
methyl group, a frill methyl group, a cycloalkyl machine, a low-grade alkoxy carbonyl group, or 
an acyl group is meant, qss means the integer of 1-3. Inside of a formula, 

[Chemical formula 82] 



******** or a double bond is meant. The compound expressed with ], or its salt. As an example, 
1-benzoroux 4-[(5, 6-dimethoxy 1-lnn Danone) -2-IRU] MECHIRUPIPE lysine, N-[4 f -(1'- 
BENJIRU piperidyl) ethyl]-2-KINOKI Sarin carboxylic amide, 4-[4'-(N-Ben Jill) piperidyl]-p- 
METOKISHIBUCHIROFENON, 1-[4'-(r-benzoRUPIPE lysine) ethyl]-1, 2 and 3, and 4- 
tetrahydro 5H-1-vent azepine 2-ON etc. is mentioned. The above-mentioned compound or its 
salt is manufactured by the method according to a method given in JP,S64-79151,A (USP 
4,895,841), or it. 

[0081] 21) Formula 

[Chemical formula 83] 



The benzene with which R1tt may have a substituent among [type, PIRIJIN, PIRAJIN, Indore, 
anthraquinone, Kino Lynne, FUTARUIMIDO that may have a substituent, 
HOMOFUTARUIMIDO, pyridinecarboxylic acid IMIDO, Pirie ****- N-oxide, PIRAJIN 
dicarboxylic acid IMIDO, NAFTA range carboxylic acid IMIDO, the KINAZO lysine dione that 
may have a substituent, Basis;Xtt of the 1 value guided from what is chosen from 1 , 8-NAFTA 
RUIMIDO, bicyclo [2.2.2] oct 5-****- 2, 3-dicarboxylic acid IMIDO, and PIROMEIRUIMIDO is 
formula -(CH2) mtt. - (among a formula) mtt - the integer of 0-7 - being shown - the basis 
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shown and formula -0(CH2) n tt- the basis shown - Formula -S(CH2) n tt - The basis, formula 
which are shown -NH(CH2) n tt - The basis shown, Formula -S02NH(CH2) ntt - The basis, 
formula which are shown -NHCO(CH2) ntt - The basis, formula which are shown -NH(CH2) ntt- 
CO - The basis, formula-COO(CH2) ntt which are shown - The basis, formula which are shown 
-CH2NH(CH2) ntt - The basis shown, Formula (during the definition of Xtt) -CONR3tt-(CH2) ntt 
- Basis shown As for each ntt, the integer of 1-7 and R3tt mean low-grade ARUKIRU or a 
benzyl group by an old formula. Formula -0-CH2CH2CH (CH3) - The basis, formula which are 
shown -0-CH(CH3) CH2CH2 - The basis, formula which are shown -0-CH2CH2CH= The 
basis, formula which are shown -0-CH2CH (OH) CH2 - The basis shown; Ring Att is a 
formula. 



[Chemical formula 84] 

-O 

The basis, formula which are come out of and shown 



[Chemical formula 85] 

-O 

The basis, formula which are come out of and shown 



[Chemical formula 86] 

o 

The basis come out of and shown, or a formula 



[Chemical formula 87] 

— / \ — 

^ 0 
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Basis;R2tt come out of and shown is the benzyl group which may have a hydrogen atom, a 
low-grade alkyl group, and a substituent, the benzoyl group which may have a substituent, a 
pyridyl machine, 2-high DOROKISHI ethyl group, a pyridyl methyl machine, or a formula. 

[Chemical formula 88] 



The basis expressed with (Ztt means a halogen atom among a formula) is shown. The 
compound expressed with ], or its salt. As an example, N-******- N-[2-(1 '- benzoRUPIPE lysine 
4'-IRU) ethyl]-4-benzoRUSURUHONIRU vent amide, N-[2-(N benzoRUPIPE lysine 4'-IRU) 
ethyl]-4-NITOROFUTARUIMIDO, N-[2-(N '- benzoRUPIPE lysine 4'-IRU) ethyl]-1, and 8- 
NAFTA RUIMIDO etc. is mentioned. The above-mentioned compound or its salt is 
manufactured by the method according to a method given in JP,S62-234065,A (EP-A-229391), 
or it. 



[0082] 22) Formula R1uu-(CH2) nuu-Zuu[ As for basis;nuu guided from the cyclic amide 
compound with which R1uu may have a substituent among the formula, integer;Zuu of 0, or 1- 
10 is (1) type. 

[Chemical formula 89] 



They are the basis shown in (the aryl group and cycloalkyl machine with which R2uu may have 
a substituent, or heterocyclic machine;muu means the integer of 1-6 among a formula), or (2) 
type. 

[Chemical formula 90] 

D 3uu 



The basis shown in (the aryl group and cycloalkyl machine with which, as for R3uu, hydrogen 





— N-(CH 2 ) P uLr-R 



i4ju 
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atom or low-grade alkyl-group;R4uu may have a substituent, or heterocyclic machine;puu 
means the integer of 1-6 among a formula) is meant. However, in the definition of Zuu, when 
the cyclic amide compound which may have a substituent in the definition of R1uu is KINAZO 
lysine-on or KINAZO lysine dione, when R2uu and R4uu are aryl groups, it removes. The 
compound expressed with ], or its salt. As an example, 3-[2-(1-benzoroux 4-piperidyl) ethyl]-5- 
********- 2H-3, 4-dihydro1, 3-vent **********- 2-ON, 3-[2-[1-(4-pyridyl methyl)-4-piperidyl] ethyl]- 
2H-3, 4-dihydro1, 3-vent **********- 2-ON, 3-[2-[1-(1, 3-dioxo 2-ylmethyl)-4-piperidyl] 
ethyl]-5-********- 1, 2, and 3, 4-tetrahydro quinazoline 2, 4-dione, 3-[2-(1-benzoroux 4-piperidyl) 
ethyl]-6-********- 2H-3, 4-dihydro1, 3-vent **********- 2, 4-dione, etc. are mentioned. The above- 
mentioned compound or its salt is manufactured by the method according to a method given in 
JP,H4-235161,A (EP-A-468187), or it. 

[0083] 23) Formula 

[Chemical formula 91] 
O 



The optical activity Inn Danone derivative come out of and expressed, or its salt. The above- 
mentioned compound or its salt is manufactured by the method according to a method given in 
JP,H4-21670,A, or it. 24) Formula 

[Chemical formula 92] 





Integer; Aww of 0, or 1-2 is among [type, and nww is a formula. 



[Chemical formula 93] 
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O 



Cww 



(RwwJrrwwT 



They are the basis expressed with (basis;mww which is the same or different and is chosen 
from a hydrogen atom, a low-grade alkyl group, and a lower alkoxy group means [ as for Cww ] 
the integer of 0, or 1-4 among a formula in hydrogen atom or low-grade hydroxyalkyl 
machine;Rww, as for hydrogen atom or hydroxy group;Dww), or a formula. 



(— among a formula, basis;Bww which is expressed with the above and this meaning) as for 
each sign shows a hydrogen atom or a hydroxy group, and;Aww and Bww form a double bond 
- a formula 



[Chemical formula 95] 

P 



(-- each sign may form among a formula the basis expressed with the above and this 
meaning). The compound expressed with ], or its salt. As an example, 1-benzoroux 4-(5, 6- 
dimethoxy 1-lnn Danone 2-IRU) hydroxymethyl PIPERIJIN, 1-benzoroux 4-(5, 6-dimethoxy 2- 
hydroxymethyl 1-lnn Danone 2-IRU) MECHIRUPIPE lysine, 1-benzoroux 4-[3-(4, 5-dimethoxy 
2-carboxyphenyl)-2-OKISO] pro PIRUPIPE lysine, etc. are mentioned. The above-mentioned 
compound or its salt is manufactured by the method according to a method given in JP.H9- 
2681 76,A, or it. 



[0084] 25) Formula 
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COOH 
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[Chemical formula 96] 

NH 2 




N 

The inside of [type and R1xa are hydrogen, halogen, a hydroxy group, a lower alkoxy group, a 
low-grade alkyl group, or a mono-(or Jl or bird) HARO (low-grade) alkyl group, 



[Chemical formula 97] 
o 





0<T R2xa 



^3X3 



R2xa ^ sJ^JcRa- 

R 3xa > R3xa 

(- R2xa and R3xa mean a low-grade alkyl group among a formula, respectively.) it means. 
The compound expressed with], or its salt. As an example, 9-amino 6-chloro 3, 3-********** 1 ? 
2, and 3, 4-tetrahydro AKURIJIN, etc. are mentioned. The above-mentioned compound or its 
salt is manufactured by the method according to a method given in JP,H2-167267,A, or it. 



[0085] 26) Formula 



[Chemical formula 98] 





R 4xb 




NH 








ft 


R 3xb 


N 



R1xb, R2xb, and R3xb among [type, respectively A hydrogen atom, a halogen atom, A 
trifluoromethyl machine, low-grade alkyl-group, and low-grade cycloalkyl machine, a lower 
alkoxy group, A low-grade alkoxy methyl group, a low-grade ARUKIRUCHIO machine, a nitro 
group, an amino group, A low-grade alkanoyl amino machine, a low-grade alkylamino 
machine, a hydronalium KISHIRU machine, The phenyl group replaced by the phenyl group or 
the halogen atom, the low-grade alkyl group, or the lower alkoxy group is expressed. R4xb A 
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hydrogen atom, low-grade alkyl-group, and ARARUKIRU machine, a JIARARUKIRU machine, 
Or the basis (R5xb expresses the phenyl group replaced by a low-grade alkyl-group and low- 
grade cycloalkyl machine, an ARARUKIRU machine, the phenyl group or the halogen atom, 
the low-grade alkyl group, or the lower alkoxy group.) expressed with formula R5 xb-CO- is 
expressed. The amino aza-AKURIJIN derivative expressed with], or its salt. As an example, 9- 
amino 8-fluoroes 1, 2, and 3, 4-tetrahydro 1, and 4-Etah Nor 1 -aza-AKURIJIN etc. is 
mentioned. The above-mentioned compound or its salt is manufactured by the method 
according to a method given in JP,S63-166881,A, or it. 

[0086] 27) Formula 

[Chemical formula 99] 



JjAxcT (CH 2 ) nxc 

R4x<r^Nr*x 55r < 

Among [type, about a hydrogen atom or a low-grade alkyl group, R2xc shows independently a 
hydrogen atom or a low-grade alkyl group, or becomes together with R6xc, and R1xc shows 
an annular alkylene chain. R3xc and R4xc show a hydrogen atom independently respectively, 
or become together, and constitute the Kino Lynne ring or a tetrahydroquinoline ring with Ring 
Axe. Xxc shows an oxygen atom, a sulfur atom, or N-R5xc, and R5xc shows a hydrogen atom 
or a low-grade alkyl group. Yxc shows an oxygen atom or N-R6xc, and R6xc shows a 
hydrogen atom or a low-grade alkyl group, or it becomes together with R2xc and shows an 
annular alkylene independently, nxc shows 0 or 1 and mxc shows the integer of 0-4. The 
compound expressed with], or its salt. Specifically, 4'-amino [2 and 3-KINORINO b]-4-******- 5, 
6-dihydro1, 4-OKISAJIN and 4 '- amino 5, 6, 7, and 8'-tetrahydro [2 and 3-KINORINO b]-4- 
******- 5, 6-dihydro1, and 4-OKISAJIN etc. is mentioned. The above-mentioned compound or 
its salt is manufactured by the method according to a method given in JP,H2-96580,A, or it. 

[0087] 28) Formula 

[Chemical formula 1 00] 



( CH 2)mxc 
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r / R2xd R 




N fvj-^R4xd 



XyhT" 



(CH 2 ) 



'nxd 



Although nxd is 1 , 2, or 3 among [type, Xxd is hydrogen, low-grade ARUKIRU, and 
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